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*LTV>Tfc i^77^^;K W&ZtlX^Xk i^y^D7^;K g|&£*LT 
[0 0 4 2] 

mtiE#2 003-3083680 
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^-v! 39/ 



7jc>\ e>;v>> tfV5v>> tfV^v^ fcf^v^ lfn-;K >f 5 ^V- 
[0 0 4 3] 

3SAHii5tt* T2^tt^«lil^-^J fcWU ^#^ft^^1-2^|j|^LT# 

ttti£ift7^i/>, 'j W7?^ 

^>V-^^-7ji> > -^>v^3^./-;k ^>y*f77-;K ^>X^5^/- 
;K -f > K*-/K lH-Y^^Z-K lH-kfon [2, 3-b] tf^v>. 
1 H-tfnnfcf'J l H->f S rVtfV v>\ lH-^^r/tyyV, h 

'J7v>, >fy^'jv, ^>yf7y7y-;u^WW <btt, tipx*i>1~*7? 

v> 0 S&AKfctf^sm^B^'S^Wu ittf)fMTl ifc»i2J[2LL1IJfe3 
ttTV^T & <£ V* G ttmHH*>*»*^ 2 3»t^«««'frl|Oll*T»riB*fi[1tfctt 

[0 0 4 4] 

miE# 2003-3083680 
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^-v: 40/ 



i-%fr*>, (i) iz&ifZtf, 
Kb 3 o] 




[<b3 l] 




[0 0 4 5] 

Ml, M2, M3^J:tJfM4-e^$tL* r 2 flfi<7>J®JKfJfeK^t***J tLtii 

, ^Jiif7^^w>, t;i^~i^ r^-i^Sr W^ff>^ 0 £f£ L< 

1^12 0, £ *> *f £ L < f± 1 v> L 6 O 2 ffi<7)J3iD^R<b^^T' 

(1) Ci-2 QT)l>*\sy(Mt L<itCi-eT)^^U>, WLiZ, -CH 2 - 
, -(CH 2 ) 2 -> -(CH 2 ) 3 -. ~(CH 2 ) 4 -, -(CH 2 ) 5 -. -(CH 2 ) 6 -, -CH(CH 3 ) 
-> -C(CH 3 ) 2 - > -(CH(CH 3 )) 2 -, -(CH 2 ) 2 C(CH 3 ) 2 -, - (CH 2 ) 3 C(CH 3 ) 2 -, 
-CH(CH 2 CH 2 CH 3 ) - ; 

(2) C 2 _ 2 oT^^=-U>mtL<itC 2 -6T^^-^>, «£(f, -C 
H=CH-, -CH 2 -CH=CH-, -C(CH 3 ) 2 -CH=CH-, -CH 2 -CH=CH-CH 2 -, -C 
H 2 -CH 2 -CH=CH-. -CH=CH-CH=CH- > - CH= CH- CH 2 -CH 2 - CH 2 - & £*) ; 

(3) C 2 - 2 0T^^^U>(ntL<itC 2 -6 T)V*c~V>^ 0Ax.iL -C 
=C-, -CH 2 -C=C-. -CH 2 -C=C-CH 2 -CH 2 - & b*) & FT*$>& 0 

%frx*i>, ci - 6 tmu^ iu f c 2 - 6 r^-v^g? $ Lv , o . 



tiilE# 2 0 0 3-3 0 8 3 6 8 0 
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41/ 



«\ Riz&ifz [mtimm &mLx^xi>£ ^w&m 1 1 xm^ £ tifzw& 

[0 0 4 6l 

X2 tM3<D®.fr&frittLX^ X2^1i^^:ii- S ( 0 ) n - 

nfiO, 1 t*r«£2 T?fc 0 , M 3 tm&Z frX^X & J; v> 2 IffiO 

[0 0 4 7] 

R, R2 4sJ;tK 
Hfc3 2] 



MS 3 4] 




o 



[-fb 3 3 ] 



(I * ) 
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^-s>: 42/ 



[0 0 4 8] 

5* ( I ' ) ti. 5* ( I ' ' ) 
[ft 3 5] 

R2 -<X R w x " y «■■» 

(^*<&fa^*±il(riB£iTO3fc£^-t) -e**cit^HFiu<^ fc^-c&sS; (i' 

' ) fciJV»T. X 1 ^i^T* «9 , X2^fl^f^(i-s (O) n- ( 
ZZX% nfiO, 1 ttit±2*7F~f) T^i9, Y^f^H^&i?, Ml^tl 
£^TV>T& iv>Ci -3 7^l/>t|>l5 (Ml £ LTteg}H£*LTv*T& J: 

v>T& iv^-f-ixve^ (m3 £: Lt (ift^ *iTv>T & J: ^ 
[0 0 4 9] 

i Lv»a»fc Lt|t»f e>jL4 0 *^-C<>, 5$ (I* ) K*SV>T> 1A 

S (0) n- (ZZX\ nliO, ll^li2*^t) t?* *) , Mlj&TOfeSfLT 
v»TUv^Ci-3 7^l/>-C*l), M2j3i tm 3 j&s|frfc^-cfc > M 4 ^ 

ttTV^T & «£ V* n — \£ls>X*$> V) > M 2 £ i t>*M 3 ri*jgr#^-cfc i) , M 4 ^ 



ffiIE#2 003-3083680 
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^-vl 43/ 



[0 0 5 0] 

^^^jstt^^: (i) -eastLMt-Si^ (^T> -fb^-t? (D t&v*?) <d 

n7;^m^ p^0$^{il-e^)i9, R 1 ^Tfc^^-T^) <9 , R2;4« 
$;ftT^Tfc £v>7^-;i/T&«9. StA^fi^S fix ^X i> X v^>-tr >Mt fz 
im&ZjrhX^Xi>£\,^7V*-)l'WX$>t), xi^iiJI^^ 
^> m^^^/rii-S (O) n- n It 0 , 1 £ fcii 2 T? 

*i9> Y^m^^f-t^fi-C (=0) -N (R3) - (ii^ R 3 ( ^ * X 

[0 0 5 1 J 

&mt<Dm., ^m.m.&t<D^ tiito^ tmwm. 

i«icot<7)0i^jtLt(i, mtyKmm, mm, mm. v 

ya^E ^W^®?, ^xyf N rr^y~l^ yynf, * 



ffifiE# 2003-3083680 
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^-v! 44/ 



[0 0 5 2] 

xz&BKxwt&yi} (i) \zm^-fMt^m, -$-%t>%mmmzmt, mtu, 
t*zmz Lxit&m (i) KmkirMk^^^o it-^m en coyn ^ 

^^Ltii, -fb^-% (I) or? ;^7y;i/jt, r^ML f9/^fb£*L7Hb 
-fb-g-tj (I) OT^y^nt/^ML T^~;Mb. ^>f-;vy 
5y*;v^;Hk> (5 -y^;i/- 2 -**v- l , 

;v) ^vtj;w-K^;W^ fh7tFa77^M^ x b y t: Kn tf y-Mk 
, en'jy;Mf;HL fc:Vtn-f t e r t -7*f;Hb$ *tfc 
lb^&£*) Mb^-% (I) OTXmS^TvMb. 7;i^;Wb, «9 A,fKb, ti-? 
$Hb£*i7Mb^ (M> -fb^ (I) <7>7jtm^r*fe?-;Mb, WMb. 
7°n^v-OMb> fcf^n^f;Wb> -9-^v-;Mb> 7vj;Ht> 7?~;Wb^ 
^;vr^ y ^^;i/7>;^>K-;Hb> r- h ^ t: Kn \£ y-Mk^fttzik^m^t') ; 
ik^km (I) 07j;u^^v;i^^^T-;Hb, 7^ K^^^b-a-^ ik^ 
(I) <^#;w^->;i^sx^;i^;*xMb^ 7 ^ ^^^^y-jvik, tj;v^>v^ 

^•rMb> -x h^r->7j;v-^— ^^-^rvje^^jc^T-Mb^ 73"jy>x7>f;Ht 
^ (5-^^;i/-2-^-^V- 1, 3-yt^Vl/>-4-^^) ^f;^f 
Mb> n^\^r y * ;V-f xj^xf ;1/X7n f ^ ^^7 ^ Hb£ 

£-fbi^#&^) ;^W^>tL^, 0 ctL^(7)<b^{ig#^o^^j;oT^b 

(i) frhmm.-fz>zttfx%z> 0 
itz, iki^m (i) <7)7*n K7 7 7*ii, feimmi 9 9 o^tu mm&vm^ 
J ^7^73-^isiti 6 31^?, 1 9 8nt<"mm.zftx^2>£7%^ ^.m^i^x 

mfiE# 2003-3083680 
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(I) IWUWoTUk 

(i) murium m, H i4 C , 35 S ,i25i^^) s^-eum 

S'bK, (i) (i. feM^T&oTfc. 7jcfn^T^oT^> 

[0 0 5 3] 

^a^tl-^ittcj; 19, PifLffij^ (M> fcK ^-y-*, 7^, -y"9-*\ 

7**, -9-;M£) ^U, i • 

^^^^ H^«:^L#^#:tUtt, ^JMtLTfffi^ 

mmi<Di&m%wt lt^ mumm, en, d-v>^>-;k d-v* 
if 7->y>, «<b7->y>, f^h'j>, jSf*-fe^n-^, ©sms 

^n-*-^,;^ ttA^n-^, eM, D— FPad^ 
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[0 0 5 4] 

-*A, m^>-fe*h-^A, * 7 ^ f 7 'J 'J^r 'j > ^ ^Ofrf^j ; 
[0 0 5 5] 

->-;K D-y/n*i«-/K r K**fc <b*L* 0 

««3«o«Fjl4«fcLrtt, «*.!*'; m %mm, ?x.>WiM% 

*y— ;K ^y v;i/r;i/r7-;p, 7x^f^TJ^-;K ft Knfti, y ;nf 
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[0 0 5 6] 

n^j ; * j:va*f*j («, ATffiWM, iwrtaarau jKWrtffiiwa, iiuerttt 

[0 0 5 7] 
[0 0 5 8] 

«^.«r, ftctfijtt, #«Hfifl^ MilM^j a*. 
D-7^H^f) , jgttftij (flu *Wy^f^;vn-^*;Uy^A 



ajfE#2 003-3083680 
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[0 0 5 9] 

K *;^>y^f;vxf;i/t^n-7, f^H 7 ^ -rt/g^r ;W n — x & if 

3 0D55 (^p&^) ^ n — A7 r^^tt] N ^^7^'j;^n?|f)j7-s [ 
•b y v ? & if 03*^»& t^mf h K&o 

±ffi L tz n - x y ygfi] 2 m&± ^Ii©|^T*i^ Uii/>tUv^ 
[0 0 6 0] 

fcb!iE# 2003-3083680 
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^-v! 49/ 



„ r;v^>^ b i ; ?a&^) „ (^j, ^^-;wn°^^>, ^^19^ 

[0 0 6 1] 

--T% LTii, Mz-\$V^-J 4 VO^m* ©T, ROR 

-hH&iai"^ i tiP&Z) a (GenBank Accession No. L14611) , ROR/3 (GenB 
ank Accession No. L14160) > ROR 7 (GenBank Accession No. U16997) ;R 
e v — e r b a (GenBank Accession No. M24898) , R e v — e r b /? (Ge 
nBank Accession No. L31785) ;ERR« (GenBank Accession No. X51416) . 
ERRiS (GenBank Accession No. X51417) I Ft z-FI a (GenBank Acce 
ssion No. S65876) , Ftz-FI /? (GenBank Accession No. M81385) ; T 
Ix (GenBank Accession No. S77482) ; GCNF (GenBank Accession No. Ul 



ffilE# 2003-3083680 



#M 2003-185241 



^-v: 50/ 



4666) teZimifbtLZo 

LTti, MiffW-f KX^t# (JKHT> RXRtR& 
151" & .1 c (GenBank Accession No. X52773) . RXR/? (GenBank 

Accession No. M84820) . RXRy (GenBank Accession No. U38480) ; COU 
Pa (GenBank Accession No. X12795) > COUP^ (GenBank Accession No. 
M64497) > COUP y (GenBank Accession No. X12794) ;TR2a (GenBank 
Accession No. M29960) > TR2^ (GenBank Accession No. L27586) ', ttzl* 
HNF 4 a (GenBank Accession No. X76930) . HNF 4 y (GenBank Accessio 
n No. Z49826) & Zimfct & * *—&fcil>*mf h*i%> 0 
[0 0 6 2] 

ArnzlM^ft Ltii, Mz-\£±.ULtz 4 KX$## (RXR 
a. RXRjSi^liRXRy) W>f KAS$# (&T\ RARtffl&fBi- 
l>it^^) a (GenBank Accession No. X06614) . RARjS (GenBank Acce 
ssion No. Y00291) . RARy (GenBank Accession No. M24857) ; 

(&T\ TRfcB&SB-rSifc****) « (GenBank Accession No. M2 
4748) , TR/3 (GenBank Accession No. M26747) ; lf^^^D$## (VDR 
) (GenBank Access i on No. J03258) ;W + yV-A **&#J J5£$14S## ( 
£1T\ PPARt R&ISi" %>Z-L Z> ) a (GenBank Accession No. L02932) , 
PPAR^ ( P P A R £ ) (GenBank Accession No. U10375) > P P A R y (Ge 
nBank Accession No. L40904) ; LXRa (GenBank Accession No. U22662) . 
LXRjS (GenBank Accession No. U14534) ; FXR (GenBank Accession No. 
U18374) ; MB 6 7 (GenBank Accession No. L29263) ; ONR (GenBank Acce 
ssion No. X75163) J^i^NURa (GenBank Accession No. L13740) . NU 
R /3 (GenBank Accession No. X75918) . NU R y (GenBank Accession No. Ul 
2767) frbMiifiZ 1 Af nrt^fif btiZx, 

[0 0 6 3] 

^WOik&yM*, ±mLtizU^J y( KHISiftOtft^ A;Vt^rvV- 
&m$MJ&QWgm& (P PAR a ^ PPARjS (PPAR^) % PPARy) 
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51/ 



Mt^AtcziM^, RXRff hPPARy t«t^AfnZi 

is it & ^ ;v ^ * v V - A if^J^^14^##: L TffitL/^ 

^<Dfz®^ j^»(iP PAR (0»x.tf, JH^ft^^ 

[0 0 6 4] 

^#PJ<£>4b£-%^ ft*; (HDL) -3l/^rn-;vi|M^ 

— ©^SpjsH^W^ (LDL) -ni/Xfn-^tT^W 
SiH^, JM^fjjM^b^ik [ (HDL-nvxrn-^/Hni/XTD- 

;v) xioo] *±#t-s«*jcjdx., jfiL^^h';^ 1 ;^ 1 ; KfiTflMBfc 

-C-tL^x.^ ^WO^ffc-g-ifeti. MF* 1 ;**^* (HDL) -ni/^fn-^ 
±##L ftM?V#* (LDL) -n^7n-;i/iim MJ^V-feV 

> ^-9-^ t^A -9-;K thf) offiJgJfiUlE, 

i^LDL-ni/X-rn-;i/jflL3!E> #9 sSSLMiS X TO h V ?V -b V KlfiL 

mum* yf^m^mm^m^mmmmm, mmmmmMim (ptca) 

1££n*. jftfi, ^Sfcfl^fb^ Wfc, Ta ng i e r £ WHffcflr 



ffigE# 2003-3083680 
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^-> ? : 52/ 



LDL^TtfMB&^-f HDL ±#^ffl $ * v^iiT ^ 
LfSTtfMB H D L JL#fpffl * V>asaffl-Ctti&£#*m* tt 

[0 0 6 5] 

^fiTi^liLDL-a l/^fn-^i^iiVLDL-a^fn-^tTti "9 
ffi*^JB**Wlx.?>*t* it tL-CV>* (Lancet, 339, pi 15 

4 (1 9 9 2) ) o L/:#ot, *il^ft(iLDL-3l/^fn-;Vf/; 

m*mmt l.t«, itsi^jgtsts^^e^ wiim i¥±M 
wi^iLtv^, ^«>iR^*te>»±j|Mtt, tti\±mai&Si<b&m, mz-imm 

[0 0 6 6] 



tBIE# 2003-3083680 
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^-v: 53/ 



*H9l^l:#*liifHDL-3^fn-/l'±#fti*|rt4o jfiL4»HDL- 
n-M«ietB**flE3l§^* (Current Opinion in Lipidology 4:3 9 2-4 0 

mwimmB (chd) , mm, mx&mf, m&m^mm^iv^m^Km. 
d l icfi. ma tf l d l <£>mifc& if^#r^ £ zmmMnikzw^-r 

2> (Current Opinion in Lipidology 4 : 392 — 400, Current Opinion in 
Lipidology 5 I 354-364) 0 
[0 0 6 7] 

LDLCiiEDRF (flSftaiBi 1 ) 

a'&lfctLTV** (Current Opinion in Lipidology 5 : 354-364) 0 

■ftm.mm&zxFzvm&fc, w£if, smm^m (chd) , manna *r 

(^oL^n^>) , #>y*-9-;v* (/nyi/^) m > ACE|S# 



ttliiE# 2003-3083680 
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^- v : 54/ 



[0 0 6 8] 

h<Dmmum^m^&^< ^ «-wajitt±(:ap 0 j zztm 

&oT£*K HDLiiapo J (clusterin) O^t'JTt^^ (Current Op in i 
on in Lipidology 4 : 392-400) o ^^I^O-fk^^^JflL^H D L-rr l/X 

[0 0 6 9] 

#®T^^>VMiii5iH^-i:*lCifliWl*l&m (EC) ^Ml*l>S^^ 
»<£>±i?il U $ H D L ti fc: X^JfcOii^B ^DEitl" & (Current Op 
inion in Lipidology 3 : 222-226) 0 ^H^^fb^^tiJflL't'H D L-n 

53iK£l&(If"& (Current Opinion in Lipidology 3 : 2 2 2-2 2 6) 0 
[0 0 7 0] 

1) fiMH Wil^ 7nt^ h\ *tfny^ h >^) N (2) ^#^»U 



£BfE# 2003-3083680 



#M 2003-185241 



I 55/ 



m (Mz-iz, T7-ju-)vm) , (3) T>v^f->v^i it&sm <m*.\*. 

n-9-;v^> N fj>r^^^>m) ^ (4) 7 > ^*f> v > I ( 
0Ox.tf, vw >|xt7^J ;k ilif^/v;^) , (5) #;vv^aJ£#l 

[0 0 7 1 ] 

©*^T?rtB&4§.*'frfc*«\ T-fe^;l/=r'; >^"r7— fe*ffi#IS(M 

JT-52^LY-374973& £f<S>y&&v>ti;5-fe*V*- RMR&U £> & W±SIB-1848& 
if) „ T^n^FjS mm&gm (m x. t£\ PTI-00703^BETABL0C (AN-1792) & f ) 4 

[0 0 7 2] 



ffifE# 2003-3083680 
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^-v: 56/ 



if btl&o 

[0 0 7 3] 

h (x7t-7-fF0Y) „ * z/)VMi-7 T*X? v V (7-9" V) , ->fa'J> 
(-ay » , ?y^**^> (55^J7 K) ^^tfbtt^o x> &m<o& 

*<7> i e^-e, siin y >?mm, wmm&mmm, mm i> &fr&tntxmm £ 

o 

[0 0 7 4] 

AL&j&j&rf'ffii&mm : jflLiRSiHRajhii c#ik ^ s y >^ > y tt a, ^^y 

IS CM, tPA, >>n*t-^ , ffiflLfr&m T*\£V>, ^JV7r/t? 

mtE# 2003-3083680 
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^-v: 57/ 



^y'n (T>^~7>) , ye'j^-^ (^;i/-9->^-^) , T^nfc?i?> 
^;Vv>0 , vn**y*-;l/ , GPIIb/IIIa3S^ (l^y°n) 

} ;ltftil:-7iye>, v;t/^T-tfA, ^n^v^, ; ^ffi 

o 

:£f^<7Mt^<7)£ bK*IM%mjkt LTABCA 1 mi/t(iLXR (liver 
X receptor) a <D^M%M K < & <7) & 0 ^)Vt^yy-A if^J 

& (Nat. Med. , 7 , p53 (2001) , Proc. Natl. Aca 
d. Sci. U. S. A. , 98, p5306 (2 0 0 1), Mo 1 . Cell 
, 7, pl61 (2 0 0 1), Mo 1 . Endocrinol., 14, p74 
1 (2 0 0 0) ) o ABCA1&, £k.fcftKftfcir2>T#W;& (#!l> apoAI. apoAIIfr 
t°) ^7*°';*°®6 (flU ft%mVtf?>s*?, HDL) hgWiti:^, 

o 

^U£{i^HDLJflL3g ; 9**J-fr (Tangier) >M \ M^MmM 

m% t) ; nsttttiKs^ ; JSiJ^fF ; Jfrwm ; mfomiffim ; gem ; w& 
ffi ; ra-^m ; itMtt^m ; ; uttt*ittif ; mm ; mm 

H-feffi (cerebrotendinous xanthomatosis '. CTX) ; &3t#W-i£ ; JftLf^BJ? ; 4 
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58/ 



*»W-ffc#W»±, Milfili (0IU llttli, 2MM^i. &£git^#i^ 
) co^lft • ; AJ9£lfiL& (flU 1* hV -ty KlfiUm, Hn^fn-;H 

; <j >m&&mikW ; »fll§^£: [IGT (Impaired Glucose Toleranc 

[0 0 7 5] 

Jijg) ^12 6mg/dl J£LL, 7 5 gin/KflMI^ ( 7 5 g O G T T 
) 2B3TOI (MMt^^^^^^n-^jftS) #?2 0 Omg/d 1 J^JLt, m.W 

jfiL*Ml (#MJflLlt^i3it^^;v3-^M) **2 0 Omg/d im_hm>-f*L^ 

tfSLmz&ljr&ini'n-Ai&Jg) ffli 1 Omg/d 1 ffefltt fcf± 7 5 ggP^K-) 

ftuwioft (7 5 gOGTT) 2mm (iiit K&wz>y)\,u~* mm) & 

14 0mg/dl*«^tttSU CE#S) -C^V^E^, (WSJ 

o 

[0 0 7 6] 

m^mmm&m^o^x^ 1 9 9 7^cada (xmmmm¥&) 

frb, 1 9 9 8#(:WHO^t,, »fcfc*fl£36i»jW#$*LTv>* 0 

tBSE#2 003-3083680 
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-^-v: 59/ 



-Xtikm) #12 6mg/dl£l±t*^ 7 5 giP7 K^WWTWR 

2ff#H'lit (»AiUflLilJCi5Jt*^3-^»jK) #2 0 0mg/d lfil±^t^ 

#12 6mg/d lifcitre&*K 7 5 giP^F-)^ 

wtaft2i^mit (Mum fcteifzy^x-x mm) a>n a o mg /d im±2 

00mg/d l*S&4r^-r*t®t?**o ADA<7)t§i:itLli\ ^J&B# 

JflL«Mi (#M«^i5tt^>^^3-^«Jg) 3&*1 1 Omg/d m_tl 2 6mg 
/d l*iOtt.^S:IFG (Impaired Fasting Glucose) WH 
Q<OtRfe\Z£f[At^ flFG (Impaired Fasting Glucose) 0^*>. 7 5 gi 
U7YVWfa&&ML2timQL (Mufoif \z &lf&??va — x fcyg) ^HOmg 
/d I FG (Impaired Fasting Glycemia) t\&JZ 0 

W"MfgM#> IFG (Impaired Fasting Glucose) ^i^IFG (Impaired 
Fasting Glycemia) <D=¥>ffi • iftSBWi LX^M^hfl^o Zb\Z, ^mMt^ 
W»±, mWM, mmmm^, IFG (Impaired Fasting Glucose) ifcttIF 
G (Impaired Fasting Glycemia) ^^H^^<^mg^E&±-r^> CI t X*% 

^ o 

[0 0 7 7] 

nmm&, mtv&T, j»wg*$, mnmrmmm , mm. #«* 
mm) . jms&ik «mi±, ^mmmmmmm, wmmM mmm&*?v 
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5*1 60/ 



^> SWF) , >f V^ 1 ; ^S^Ltt^P, v>Kn-AX, EH V >]fiu^ 

HM>*v>m.mK&w mm t£jni> gut 

[0 0 7 8] 

^H^b^tt. TNF- a #P»f (&#^K*5»t4TNF 
i&T3lft*^J:VTNF-«fiHtteT*b*) «r*U TNF-«**H4tS^tt 

«^tt^^> mmmm^, mm, mm* 3m • tv®fe<D$m, m 

ffefe* (flu rw^^-m> ^-*yv>m, mmmmmmm, 
mum, /WH£tefc*r) > *fitn^^m (flu w^^tt^iL^a > dufiLtt 
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MmwMm&w, ^mm^&<o^ • <L<*-&&&m<z> = ?® • mm, 

[0 0 7 9] 

*$mit&m±, G P R 4 0 %MW<D V ify VZtbZMJmt G P R 4 0 
fat(Dffi<gr&*^it£-&Z>{ / tm, #KGPR4 O^tfT^fSH^U 
£ 0 , Z tzmmm < ^ ^oMftffl i> v*fc G P R 4 0 ^##^tfg 

#»9Hfrfr$&l±, PifLi&tr ^-9-^ 
^v, f;y\ h#) Hti/iGPR4 0§§# 

WUBWarf^fflSr^Lrv^Ot?, G P R 4 0S#ff#H#-r*^ai«ffiOllI««iJ 

<fc <?> o 

sff^ij (#*b<i±>f > mpfflm.$mmtLxmmx$>&o 

m, mmm, &mmmm. ws^ #m^^. ii^b, m^mas 

tt, *fciroafe«u $tm#i> »*fti»#. tvk-^ *i 

m**MB*#, m^»^> m^ihjiis, ^Jiitt, t«^it«, 
H*f& *mr«^ jfii^tt^m, ra-fb^ju fa«^s»#* t^^m 

izttir&^m ■ temmtLxmmx$>2> 0 mmm^^ >oxy>it&m (is 
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[0 0 8 0] 

it%ht&(D^m$, ®.mm£-&<r>m o . ni%~9oii%, ito. si 

mr&mMt Lt, j&A (6 0 kg) fcttL&PWK^-t**^ tim&frb L 
T^O. 1 - 1 0 0 Omg/B, £P3 L< f±&0. 5-2 0 Omg/0t^^ o *H 

m<nik&to(i)ttzi**<Dmm¥m'ft&ztL&&m*, 1 a ini££ii2~3 

[0 0 8 1] 

raj, am, fz.&.mm%L mnteM, mfov&mmm 

&mmt&m.fr&t>2tLx'\<*fitf£\'>o ^oxd^mmtLxa, man, 
( i ) ^mm<Dmmm.^t^mmt^mm-mM^Lxnhti^^--<D^m<D 

(2) ^^o|S^II^t#ffl^i:^giJ^li»HbLT#^tt^2m<7) 

wti<om-&-*fimx~omvm j 3-, (3) #siiB<aB3&^§&fc#/B&fc&Bii* 
4) *&wvm&toi&tob&mm£&M+teW&MbLxftt>tL& 2t^jo# 
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jfflfcO. 0 l^Ll 0 01i^v>tLlfiv^ 
[0 0 8 2] 

*^*5M**jfcLT*i, 7~>. T^^n^a 

tb^^'J >«#J ; -f >7.y ; 7°n*^ >^ y >m£& ; -f >-*y > 

©77^>fi^ (#!k INS-lf) & if) „ ^t, y 

W>1?^ GI-262570, JTT-50K MCC- 5 5 5, YM-4 
40. KRP-297. CS-011. FK-614, WO 9 9/5 8 5 1 0C 
fSm^b^-tf (^litf (E) -4- [4- (5-^;>-2-7i~;V-4-* 
^tv*'J;^f^y) ^>y>t+y^;] - 4 - 7 * - ;vB&gft) 30 . «- 
^nv^— lf|fi#3W (f, tf^yjj?-;*, THjA'tf-^ <^y .xs 
$ry-r-hqo „ Wri-JVM W> 7x^r/, *h*/i/$>\ 7*;v 
3 >30 . >f >*y >:frMyt#J vrSI (flk h/i/^s h\ 

^n;vyn;^ h\ h9if$h\ T-feb^*-*?- 

/^•i;-K, T-r^V-K, 5f^'J-Ki W©*;Vy^ Ai&7fcfDtJ> GL 

p-i^] % v^^v^^r— ei vmmm nvp-dpp-2 7 

8, PT- 1 0 0m > /? 3 h (flU CL-316243, SR-58 

6 11-A, UL-TG-3 0 7, SB-226552, AJ-9677, BM 
S-196085, AZ-4014 0#) , y h ($k 7*9 Ay 

>"f-K#) , *^ *f n 7 7 ^ - ^I^PJ (ffj, flNf) „ $tff 

^la^j ($k yja-m^* 1 ;?- -tf ia»j, ^3-7,-6-^77 

* — t~ffi##k rf , SGLUT (sodium-glucose cotranspo 

rter) IfiW^J (#I> T-1 0 9 5f) %&*Wb*t£o 



[0 0 8 3] 

?K x^;VV^^7 ^ftl/^^^, WI/^^F, ^±;H/7^y 
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K 7^m^"; h (SNK-8 6 0) , CT- 1 1 2 30 , #^#H?- ( 
M> NGF. NT- 3, BDNFf) , #^m#B^M£ • frBi&mffl M. W 
001/14372 tcfBi^O^i-n hn7^ • #«M&t#J (0flx.wr4 - 

(4-^nn7x_;v) -2- (2-^f;v-l-^f<r/-JV) -5- (3- 
(2-p<^;vy^y^ri>) 7*0^) **^v*-;v&£:*) ] „ PKCIS##J (ffl 

, LY-3 3 3 5 3 1f) , AGEISM (flU ALT 9 4 6, fcV^y^ 
7h3r"9"^>\ N-7xty;VfTy*'J7A 7nv^ K (ALT 7 6 6) , E 

xo-2 2 6f) , mmmmm^m m, \>mm , mfom&sm 

^liJfll^^JfcLrti, flfl&WTHMG-C o A«7cBHfcM3l (f, 
, 'J/t>f;K -fey/t^^f-y, << t^Wf-s^ ZD- 4 5 2 2 £ tz\Z*:*it> 

com. w> th'j^Atf) ***7i^#&»*Mfiffl (M> wo 9 7 

/1 0 2 2 4tcfB«^b-^t7, MilfN- [ [(3R,5S)-l-(3-7*b*v-2,2-v 
* ^-)V -fu fcf )V) -1-9 uu -5- (2, 3-^ f^yyx^^^-t^V-l, 2, 3, 5-x 

b^t Kn^.i-^^v^^r-y-b'tr^-s-^;!/] r-fe^] tf^ 1 ; ^>-4-f^& 

t*) . **isVA?TU>is? WO 9 6/1 1 2 0 1) , ^ 

^TV->^^°^v^--€|a#^J (0!U NB-598£t*) &t*<7>3 l^^tf >- |fi 

<f7*7~-K y7 P n7-f7 , 7-h, ^'J/70'7-b, ^D7^f7*7-f, ^ 
D7>f7'J VgL xh7^7-l>, 7x77^7*7~f, yA7^7D 
"370'7-h, f'j7^7-h, n^^^-K yA7'f7'7-b, 
ft7^77-f^^) > ACAT|&#£iJ 7^yv^7 (Avasimibe) , 
X7^y-7^T* (Eflucimibe) «rif) , liM' :t >3»#J§i ($k 3^f7r/ 

. a V*TU-)VtytMmMm (M, Ezetimibe. »7fD-;i/ (#lk V 
>f ^ t- n - )V (soysterol) , 2f > V -9V ( 7 -oryzanol) * £*) * £*) , 

niceritrol)^) „ ^nf^^bfxf;K ttZifim? htt* 
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yl/^r-tf;K n-^;l^>, ^~y°u*y)V? > N /-?;V-9->^> % 7- ;v ^ -9" ^ ^ > 

7iy'e>, ~7>;Vvtf>\ TAnvtf>, x*-ye>^) N *'J>)Aft> 
^;V|SP^ (#!k l^^n^;*/'; A, L-27152, AL 0671, NIP-121^^) , 

[0 0 8 4] 

^) , P';/N°--fel£#^ (flU t;V'j7^yl>|) , i?3 7^f (M, CL 
-316243. SR-5 8 6 1 1-A, UL-TG-307. SB-2265 
52, AJ-9677. BMS-196085, AZ-4 0 1 4 0f) , ^7°^ 
Ftt^cWJ^ (fd. l^rfV, CNTF (^*SW*^*H^) SO , 3 
* h^ - >T=3*-^ h (flU y>?-M;:/K FPL- 1 5 8 4 9f) 

dTa t'jf^^y^Aft/n^y^) % fryKM^J (#!k J^-T 
yF, v^n^^^rvK. h V ^nwfTy K, tKn^nnfr^K, 
Kn7;Mf7yK, ^>f;i/t Ka^nnf 7^f\ ^>7WyF, s^Vf- 

. b'J7i.fl/>f) . £tBUft7«3£ffi»J (flk 7-b^'/5 5 Vm ^n;l/ 

K30 > 7 V-fc ^ K\ 4 V v ;v tT h\ ^ v \>v*— b\ *? =- h\ 

[0 0 8 5] 

7 * *7 r $ vm , ttfimsm W> *vM'3Hr-K 5-7;vtn-)7y 
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>?-7x.u>, jyz-u4*y (il) m , nn^-HS^ (fl, 
f|3o; -llfBT-, x'^n *° x.?- & if ri^f e> WUL-1 
% IL-2. I L-l 2%£<DJy?-uj*>%;t*i)S1fri Lv> 0 

v^A, yn/T-W) >J- h } ) ?A (dalteparin sodium) & if) > 7^7 7V> ( 
01U "y-A&if) „ ttbn^ifvjg (M, T;v#hn^>(argat 

roban)&if) , Sk^^MM (M, V n*-*— (urokinase) , ^ V*:r— -fe*(tiso 
kinase). — -tr (alteplase). 1 m 7"7?'- -If (nateplase), ^e^/f/^ 

--t?(monteplaseK ^ x ^9—1? (pamiteplase) & if) „ l/hfiilP$IJl ( 
$U ^m^^ntfv>(ticlopidine hydrochloride). V * V-Mcilostaz 
ol), ^n^>h®^;K ^77"n^ Y1- b y A (beraprost sodium), tM. 
Wfrl^y Uy-Y (sarpogrelate hydrochloride) & if) & ^#*^f £ tl&o 
[0 0 8 6] 

3RfKKgfc#IS«lfcLrtt. «x.»f">^n*^r->^-^fffi«iJ (flu 4>VJ 
*->>#) 0^>"9-- • , ;-9---7 1 - (Cancer Research) , f4 9i, 5935 
-5 9 3 91, 1 9 8 „ y°uy^-ru >Bm* (m, *Y*tU-)VT*l 
T-Y) (y>-t^-t7^'Jx*;i/.t>nny- (Journal of CI inica 
1 Oncology) , f 1 2t, 213-225 1994 30, MM* t n ^ K ( 

-r -f vo. • v>-^-;v . 3-7* • ^r-r (British Journal 

of Cancer) , f6 8t, 3 1 4-3 1 8 1, 1993 I 
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GF-1, $>2>\<mmM%*mm>-r2>m : ¥--?$>2>T11F- a, LIF, IL-6 
[0 0 8 7] 

zhK, wmmMtLTit, nmn^mm m, y-128, vx-8 5 3 

, prosaptide^) , fad^M (0IU fy^T/, T ^ M; > % ^f^7 

, fcXA,frA,m (Ms ^h'Jy^f) > ffi^SEflRag (Ms ** 9 sV*f- 
yW) s Ttf^n'J >$MfeVJf> K ($U ABT-594^) . jc> K-fe i; 
#}§tiaS (0IU ABT-627^) , ^ >0Rl3 &*ffl#|g (M. h^vK^f) 
> /$g£1£0l£rg|g (I, , GABA^fWIfriS (flu ¥v^y^>m 

) „ -fuTJ >-^r^---feXia«^ (M> LY-333531^) , Wf&m (Ms ^ > V* v 
r ^f^>^) ^ ^^^^^^^^^^ v^^f-^-f ;V 

30 , Kw?5>f«ftJI (M> T^^^y-r^^) , #ffim^^^J (Ms T)\> 

'y a.tM», Fn>f-t h -7 ai^) , fcm^m (Ms *?v>s K 

v^xf^rA N (Ms mm 



zh\,z^ *mM<Dit&!®*±m&mmmmi-&mi l ~s &mmM(m\m*s 
vt^ymMtctit&mir&ztiim^&ns ttts m^^mm^t^tm. 

giJtLTte. mk.i^s T^JX-r^^y l I Kti-f&rjff-z/WMs CETPlc^J-f 
%>W?--ym$\s CETP£l#. TNFafeL#:^t!l<7)^-r h^-f >^M1-^»tn;#. T5 
n y( K /? 7 ^ ^ >»k ^ ^ > (PeptorttODIAPEP-277^ ^) & t*<7> 

fas ^4 YtiJ • 7>y>ryy>^*^<t^OltW!i-t^tiL 

& v*(i 7 * -f - >»#J r JfiL^JSIS-fttf- & g§^S6 * 15l#& h 



fcB§E# 2003-3083680 



#M 2003-185241 



68/ 



7^f>si^^w^^ 0 tiz, mttx&mfetLxte, man, 

LfcJliL**ffe*ftHH#f (#0;U£\ HGF, VEGF& 

mm LitMMm&.mfetwm'tz - &-Br$-cfc& 0 

[0 0 8 8] 

mr. (i) oiti^;:o^T#jitSo 
tihizm-r&ijmzx ijMtsct^i^o t^m^w§-r*»#wu 

m.t Lxm7frLiti><D%:&pm\<*t>ii&o 

[0 0 8 9] 

^f^oit-a-t? (i) k*sv*-c\ r 1 &7kmmi i -x$>z>i\:£-!®j (i-i.) 



Ht3 6] 




(1-1) 
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[5£tK R 1 ' tt«fc*HTv*Tt iv^b*c3R**, ^^ofB^-iiltrlBfclwi 
#8r?»±, -fb^tf (1-2) £in7fc##?-&£i:K.J: «?> (i-i) 

[0 0 9 0] 

& £&mf hfcho MM t L X (i, Mx. V ? A „ h V ^ A ^ k?<D 

Tfrfiv &m J%M$s. ; 1- h V ? a * f^yK^^r;^ 1 ] r ;v 3 * v K ; 

ti^tw^ti-So ai^j:rra*0'Rffl*tt. aur, (1-2) 

"Ci|«tTf*4o ^L<(i, SWHfcffiftli, (1-2) fcifrU &J2~ 

»5 0ii, (1-2) KttU mi. 2-Hj5^if 

MS LT(±. Mz-iZ* 3-? S -)V%:£<DTfr^~-frm ; r- 

sj&iasti, 2 0 1 5 0 °c, BtL< am- 1 0 ~*u 1 0 0 1: 

•e**o ac&i^Wtt. $11^ %j 0 . 1 ~& 2 0 n^i.o 

[0 0 9 1] 

[Bife] 

(I) K;j3V>T, Y**-SO m - (mf± 1 tfzi$2 Sr^i") X 
(1-3) #Ix.{*\ ^ JiS* i ot^t^ c t^tl ^ 

o 
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Ut3 7] 



(1-4) 



V 

o 



<R)P (x _ 3) 



^trfi, ik&m (1-4) ^Mft-f &<l£^£ (1-3) %mmir2> 

-4) KttLX, %)imm~~MM%:, fti t < (iltJ 1 -ItJ 1 om-m^&Zo 

BLJBUm.it, If, 5 0 1 5 0 °C. L < i±ft- 1 0 1 0 0 r 

xhho Bj&mmt^ &o. 5 2 on#^-e&&o 

[0 0 9 2] 



*3&WOte&4fe (I) K43V>T, X2^-S0 n - (nttl *fc«42fcar*-) 

-e$>ZiY&m (1-5) (i, M£tf> ^coM* if i: i ot^t-S i t^ti 

<5> o 



[C&] 
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Mb 3 8] 

X 1 -^ s (R)p O 



(I_6) ^^Ml .M^.mI ^Mt^OR 1 

x 1 



<R)P (I _ 5) 



#&-ete, -fb^tf (1-6) £mit1-.?>-^£ Mt^tJ (1-5) £M5£-f& 
o M^ffmrfBB&Ki^tMt^ (1-4) frhit&m (1-3) 

[0 0 9 3] 

[D&] 

^moik^Vd (I) K&^T, Y^-0-^/zfi-S--Cab^> M2^|§^- 
^-C&Wfc-8-% (1-7) (2, Witf^o^^ tn: J; otMt-S c t^T-i 

[ft 3 9] 

R 2 ^ ,,1 



X 1 -^>(R)p + 'J 



O 



(II) (III) 



^ M ^- M %r Ml x- M Y 0Rl 



< R >P (1-7) 

[5£<^ Y' te-O-f^fi-S-^U M2 a teg$L$*LTV*T & <£ ^ 24ffi 



2003-3083680 



#M 2003-185241 



^-5?: 72/ 



[0 0 9 4] 

#8ren, (ID Mfc-SKJ (in) fcoa&fcj: *Mb£-tf (i-7) £t£ 

h'Jxf;V7 5>, N, N-v^^VT-U 1, 8-vT^ftf 
v*n [5. 4. 0] >)7f*-7-i>^^7^ >S ; **ft# V ->^> tK 

ti&o ztLhm.&vtimmtt. it&m (id jcatu £f£L<iim~^5^;v 

[0 0 9 5] 

;v&t*tf>.x--r;HK ; 7-bh>, 2 - 79 s^ttWr Y >m ; ^nn*M, 
^nn^ ? >^^/Nn^>>fb^>fb7K^ ; N, N-^W;i'A7 5 
^7 5 Vm ; y^f^H^fy K& t'OX;W1?^y Kgjfc £>*U>o 

aSiaKWu ij-5 0~iM5 0t;, » * l < i o ~& i o o r 

[0 0 9 6] 

[Eife] 

^fMHoft-fr'to (i) k£v>t, Yri s -o- 2 fcfi-s Ml^ti 

$*ltv»t* J:v*2ffiOj»JK^^**^**<k^ (1-9) t±, 
tic £ o £ - t j&*-e§ & o 
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Mb 4 o] 





+ 



(IV) 




^fttii, (V) fctt^W (IV) "Mfrfrto (1-9) £i£ 

iti-^o #«3£i£Wu #0 x. imm Dmz&ifz (ii) Mt-^t? (in) t 

<DKmK£t) (i-7) *»»-r*^ffifcra«toRjs*frT-efT*>*t*o 

[0 0 9 7] 

[Fife] 

^0^^^% (I) tCiSV^-C. Yi6*-0-£fcfi-S--efctK 

(1-8) ti, fili tf*O^S4 iTi: 1 o T^St 4 i fc 

Mb 4 i] 




o 



(ii-D 



(IV-l) 
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*j*-CJ±, (II- 1) tfc&& (IV- 1) t^SHi *Mb^ (1-8 

x.f£\ Synthesis^ pi (19 8 1) KfS«c?>:&& ^ti^tUcli Ctzjj& 

##T\ BUB \'m%m * Rl* 3 & v -efr *> *t & „ 
[0 0 9 8] 

7^*^*>iyM vyn^, T v'y # ;v ;v yt°^7 v > > 1, 1' - 
M^JO^fflifi, lb^# (II- 1) fc**U Zti^ti, 1fttL<m<0 1-1^5 

m ; N, N-v^^-;i/^;ixAT^ K^^7 5 KIR; v*^ f^jwt^y K& if 

SJE&fiJSti, j§?8\ »- 5 0 ~& 1 5 0 ftP$ L < ttifo- 1 0 -ItJ 1 0 0 r 
[0 0 9 9] 

[Gtt] 

^HWO-fb^ (I) K:fev>T, Y^-CON (R3) - (lab> 

Rmm^ttM 1 iw^i-&) -T?$>z>ik-&m (i-io) »±, mtf&o^te*^ 
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[ft 4 2] 




^Sciift^ (VI) Mfc^ (VII) (T ^ Mb) L.xi\L&m (I-l 

(1) ft^tJ (VI) (VII) ^:^il^iJ^fflv^TIt^^^^^>^& 

(2) (VI) OR^ttlf«#:t, -fk^fc (VII) £*m±EU&ZitZl3& 

t-r. 1j& (i) zmi-tZo 

> T vft ^7x- ;v * X * V ;v * £<D «9 A^mi^l^ ; * ^ ^ v-T 5 V V* 
-;K 2-^nn-i, 3 - y^ f ^V'J ^ a t f 7 7 ;vi a jKV - f ^ 

fife (1) *iji#»«tt»-Cffv^ M;tJi\ N, N-v^ 

ft-a* (vii) <r>qmm\u \\&m (vd ^tt, o. i~io^i, 
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is^j^fflati, (vi) kmlt, o. l-io^ni, £ftt< 

i4 0. 3 ~3^e;v=Ss:T?&&o 

5 K, l -jc^;V- 3 - (3 - f;>7 5 y yn \£)V) mn,#*J<{ 5 K&tf* 
^B^J («, 1 - Kn^v- 7 -7f^>>/fij TV*-;K 1 -fc Kn^rv 

0. l-io^vSi, iHKtto. 3~3^e;^a-e**o 

RJSi&JStt^ ii^ -3 0°C~ 1 0 0t;^ o KJiS«FlWJ4. ®$S\ 0. 5~ 

6 0&!?ffl-?$>2>o 

[0 10 0] 

(2) srsra-rso 

<b^t? (vi) <DBu&nm&fc£ Lxit, m^tm^ &^7>f k 

^>^7^tn7x^x^f^4if) i-tKn^fy-7- 
T if > y h'J7 V- ^jc.* x ;K l-t Kn^^v/h'JT V- ;vxt> f - ;^ 
„ N-tKnJryi(i<i^5 Kx7t;K N-tKn^y7^Hn'i7f 
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tiM ; %m&m* y * a, £tM7Kst^- h y * a& t^r^* v&mimjk 
\m^mfhfL^ 0 i&m<nmmmi±, it^m (vi) xfi-eosstt^ 

#:tc^fL0. 1-10^^1, L<«0. 3 -3^)vm^^>h 0 

ffc£^ (VII) O^Sti, ft&m (VI) X«-e^jKJSttlf##^^L0. 1 
~ 1 O^^ME;, ttt L< J±0. 3~3^vSiT^^o 

mBumi*. iinr, -3 or-i o otoj, ejssenww:, o. 5~ 

2 0B#W-C&£ o 
[0 10 1] 

fi-frHK#fcfc«*#v>*»£\ (VI) t^nn^Hx^f^ 

u y s a „ r^tK^^- v'^a^w^'j ^JS^mTK^m ; a y * a 
> 7xm^>y>A > *Mfe^y^9A*^oT^5&y^i5*Bifbi»^) 
k^j&s-^ zb\zit<&m (vii) tsjs^-fr^o 
-ft-g* (vii) <D&mm, tt&m (vi) x«*^«^iWtoM&tc*tL-c\ & 

to. l ~i 0"=e/wsfi, L< t±o. 3-3-=e;v^i"C**o 

RjcsaiSJ±^ -3 or~i o om^o Mw^ii, aur. o. 5~ 

2 OBfWT^^o 
[0 10 2] 

[Hft] 

*%ffi<ott&m (I) t'fc^r, y^-n (r3) co- (iiU 7j;vjK-;v 
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Btmituz tm&tz) -z-hM\&m (1-1 d ^x.t»o^^^tci 

Kb 4 3] 



^fttt^fb-e* (VIII) Mfc^fc (IX) (75 Mb) LTfl^tJ (I- 

1 1) *#*^-e*-6 0 ^Matfeti, #1 x. f£ iiu ffi G & K & If 2> it^m (VI) t 

it&m (vii) fcosjojcio (i-io) *&m?&jffetmm<oEu&&ftT'? 
ii-im [i-2?*] 

V>T*> J:v^*ft2J^±0 2ffiOJBJimR^**^*a<fc^ (1-1 2 a' 
), (I-12b* ) , (I-12a) fei^ (I-12b) iiff^ft 

(i-i) > (i-2) ^^Ciot^nut^-eis,, 




(R)p 
(VIII) 



+ 



o 0 
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[ft 4 4] 



(M) 



(hp R 

(X) 



II 
O 



(XI) 



[X*£la] 



(R)P 



(I-12a T ) 



R 

X 



(R)P 



(I-12a) 



R 

f 

x ~-r r 
(R)P 

(XII) 



(1-2) ff>f^° R 9b -c-M 2 ^nl ^mI^or 1 



o 



(XIII) 



[xilib] 



lb 



(R)p 

(I-12b r ) 



c»2 lb ^ H .,2 



3 m! ^qr 1 



(R)P 



(I-12b) 



[XH2b3 



[55*. QtiP (O) (OR 7) 2 ££fiPR7 3 (5^ R?i±Ml~4 
f-/K sec-7fiK tert-7ma $ fcfi^tfSifc 1 ~ 4 OTH/l' 

1 b»±*S*¥ifc(±1I*3*L-CV>Tfe J:^2«Ojffi|fimR<b!fc3lfllf*^U R 8 
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8a A R8b^ R 9 a^j^R 9 b ^;mt& TT;v^;«J te, mMVttfzlift 

c -7^;K t e r t -r^-^^^W^t^^o 
[0 10 3] 

[X^l a] ft&m (1-1 2 a' ) WSiiS 
(1-1 2 a' ) (XI) 

(1) ^*--)Al (X) (Q = PR7 3 ) ;frfcR^S*L&***.=.*A>f y 

(2) Ti^MniyiXf^ (X) (Q = P (O) (OR 7) 2 ) 
tt ig-Horner-EmmonsJjtj^x 

[0 10 4] 

[is i b] 4t&® ( i - 1 2 b ' ) <Dmm 

(I-l 2 b' ) 14, It 1^7 (XII) fc, 

(1) (XIII) (Q=PR7 3 ) ^t,il#$*t**^*-^A^ V 

(2) r;v*/HE'; ^mv^^T-^(XIII) (Q = P (O) (OR 7) 2 ) 3&*5>ll 
tt ig-Horner-EmmonsSJcN 

m 9*#*frJfcI, 5 7-7 8X&^fclB*Ub&v*J±g|JB3ftTv**^fci|S 
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[0 10 5] 

[IS 2 a] 4b^% (1-1 2 a) OiSHi 

xmi zx-nhtitz^m (i-i 2 a' ) o-nm-kttm.jt Lxit&m u- 

12 a) £#&o 
[Ig2 b] (1-1 2 b) 

umihxn^fi^t^ d-i2b' ) <D~m.m^m.7t^xit^m u- 

1 2 b) £#& 0 

m&Tkmmm&^xm^&ftkmt lxi±^v v*>j*, ~^;k 

[0 10 6] 

W-ioo^f»ioot: l< «-7 o^?> 5 or) -efrHt^i 

[0 10 7] 

A&^Rftik&btLxm^btl&ft&lt} (1-2) ii> Wx.tf_tiBB?3r~I 
J: »)SH£$*l;& 0 

fcbfiE# 2003-3083680 



#H 2003-185241 *? : 82/ 

Bfc^mmik&mtLxm^btL&it&to (1-4) i±, ^i£{f_LieA^ c 
cmx^mt&mt Lxm^hfi&fo<&® (1-6) a, m^^jliba^ b 

[0 10 8] 

D&XMm-ik^tLxm^bti&lk&m (II) *K Ytf-O-X&t), Ml 

coy ^p^i-^^^i&smco^^ix>T^^>^% (11- 1 " ) (F&reii 

mt^t Lxm^hfi^^^J (II- 1) *K Ml a<7)0HiCiit^g|Sj3> 

^htLhit^y® (11- 1" ) ck R 8 ^7K^MT-T*)^>fb^^^$tL^>) (±, 

[J*£] 
Mb 4 5] 



<*>p 0 x rA> P 

(xiv) (ii-im 

ra*, r 1 oi±7kmm?-t?ztem.W!:2ftx^xi> £^mk7km&*. ^r<om<D 

> ffrlSR 1 1 LxwmLtzi><Di)Wift>ti2>o 

*mxiz^ it^m (xiv) zmjt-t&ztKi »k it^m (11- 1 * ) £M5t-t 

*mjtKfcxi^ it^m (xiv) ^L-riiTc^j^ i^«^v>b^fij mt 
l< 1 ~i omm) mm-tZo wjtmtLx^ m^\t, ykmit^vmi- y »; 

[0 10 9] 
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, mt7mm ^*^>\ ^>*>&t*) , ^mR^mm ( 

^no^u^a „ #^7°nh>tt«14^ (Miil N, N-v^?-;v* 
3 0^«b 1 o or-clf d - ttfx£& 0 

[0 110] 

D^T-m^Kk-a-^fc LTfflv^tt^>^% (II) Y' ^-S--?&Mb£- 
^7 (II-2) fi, ^Jx^TIBK^^J; l9Sit$tt^, 0 
[K*fc] 
[ft 4 6] 

"V-oh + 1 «i ^ „R» iS2 H 

<R)p (R)P J x -|-f p 

(II-l) (XV) (II-2») <II-2) 

ri ij=*»t* re^^ttTv^r^ z^nAwmm a. HtriBR i tc^Jt* r 
mk^x^x^^mcimm tmmx&y)^ »*L<i±^*«:i«:v»t4 

[xei] 

ft-g^ (II- 1) Mfc-£W (XV) fcoac&tcj:^, Ib^t? (II- 2' 

) zm&i-Zo *fcfBi±mzFm~&i>f&4k&w ai-D (iv-d t 
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[IS 2] 

*£T~te. ie i -c»:fc<rfc<frfl& (ii- 2 ' ) ^iP7K^i-^> i t iz x *5 > 11^ 
di-2) *»5t-r*o *Rjt&t4HriaA^»ci5»t*'fb'fr«j (i-2) (otia&fm 

\zi.htt&m (1-1) 0«£fcH»:LT?T:b*L*o 

(11-2) ftfi-;i/i:U^j:y { llUU<, ifc± 

^LfctofrW (1-7) oftasictf^rfc J:v\, 
[0 111] 

[Lft] 
[ft 4 7] 



it&m (II- 1) OTKSafe«r»iailfeE^!fe1-* i RjStt, M£lfE^ny> 
<0«r^f±, iY&m (II- 1 ) fc^nrvfl^JfcO&JfcKJ: ^uy>im 

• i^n^V^J©fffif(i, ft-frfc (II- 1 ) lii^U, l*v>L5 

^t^rv-ei^i^ -fb^(II-l) t*)l>*~Mmit<DKfc^£ *Htv\ 




2 



(II-l) 



(V) 
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. (II- 1) l*S*fc*j-LT\ l^L5Sf-e^ 0 £t&#>; 

^^Tfc^f- h y ^Aft^ott^aafe, 4- (n, n-^w5/) e 
Vv^, f'jxfjvrrA tf;v>. yVfjvr-'j >\ i, 4-vr-fifv 

*n [2. 2. 2] (DABCO) ^^tM^l^LlOSi 

[0 112] 

its WilfA^ftv, , ##&Bfrffc*c3RB (^Jx.{f^>^>, 

K*Si&jgt±- 3ot~ioot:, $f 2 l < ti- 1 0 °c~ 5 0 °cr^f 9 

[0 113] 

G t L Tffl h ti2>i\&m (VI) ^x.ifTfBMfetcj: Oft 



Rio- (itt^$tLT^-c^> iv^bTK^^r, ^(omm^twmt 
Rio* n^tt« \wwk^*ix^x% SL^mt-fcrnm miaR i Kisit* 



[MS] 
Mb 4 8] 




(XIV) 
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w&m (xiv ) zmfrfm-f&zti.zxt), it&m (vd zmt 
-t&o ^mBum^Am^t^t^ (1-2) vmteffliz ±zvc&m (i- 

1) 0«Httra»*c LXfft>ti&o 
[0 114] 

Hft-eimfc^Sli LTiv^*i4ft#« (VIII) fi. fllx.**, TIBN-lfe 

[N-mi 

[lb 4 9] 

W + R 3 -^JH 2 

(R)p (R)P 

(V) (XVI) (VIII) 

#8reii, lb^% (v) Mb-S-tJ (xvi) fco^jcj: ik fb^-t? (viii) * 

•Ut-t&o *^E&*±t(HBDffiU*»t*^^» (ID Mb£-t7 (III) 

[N-2fe] 
Ht5 0] 

^mIJ ^r 8 a^>m^ A 3 

H -/> C , o H CH R 

X 2 -|/ 6 + R WH 2 x i-|/ le 



(R)p (R)P R 

(XII) ( xvi) (VIII' > 

*ffit±<fc-frW (XII) t7>^7lf:iil|i7< > (XVI) 

TnWr^y-fkRStcioT'fb^ (vnr ) £#&^v*-t?&&o 

M&JS-eiifb^ (XII) K*tLt\ 7^-7J/:(ili|7r/ (XVI) £l 
ii*fcv>U*:«*!l (jf* L<lil-1 0^») teJH"*o 
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x g^Ri!: LtiWtimTt* Zifi&lf hti, Mjtm* 1 Lj&ffl (ft 

*i<{ii~i o^») tem-t&o 

[0 115] 

;u a r 5 h\ ^yF, 7-fe f - h 'J if) & if «b 0 

iaKi±-3 o°c~i o o*c, 0st<}io°c~6 ot-et^H J -eUo 

lt&® (XVI) (±, g#^<7)7ji£-e^at1-^-i:^-e§. TMq^LT&A 
[0 116] 

I - lfttMMt LTffli/^tL^jt^ (X) (±, ^lI^(fTffiO?*(' i 



ifcRJfcfjfrf&frW (X) OQ#P (O) (OR 7) (V* ) 



[Ofe] 
[ft 5 1] 




PR 7 3 (XVII) 
P(OR 7 ) 3 (XVIII) 



X 




(X) 
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tik&® (XVII) fcO£jfc£,fc*K (X) OQ#PR7 3 c5^:iift^ 

m (V ) Mb^ (xvill) fc^KJSt'J: >)l!Bt-t-&^-e2b*o 
«atfe-ei±<b^ (V ) Kttvx, (xvii) ifcti^jfe (xviii) 

* lU5*frv*L*ii*l (»f L<(il~10if) W^»o. 
[0 117] 

> 5Sr#mK^7K^ (Mx.i^^-tf>, h;vx->^^) , ^nf^ttii 
(Mill N, N-^fWA7$ b\ ^f;W;Kt^ryK, 

tt&m (xvii) *j«t^ (xviii) fi, &mt%iojj&Tm&-fz>zt&'e£, 

[0 118] 

I - 2 &TJI$Mb^ t Lxm^bti&lk&m (XII) fi. Mx.^TfflP^t' 

[PS] 

Kb5 2] 



#&-c»±. ft^Kj (II- 1" ) zmik-fz ZLttei:*) ik&m (xn) 



SfBMtKJ&ti, M£{^b^ (II- 1" ) WLTBWiSW«rlS**v>L,2 0 




(R)p Ui 

(II-l") 



8b 




(XII) 
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i; y-^A (PCC) ^ r^nAiii'jyx^A (PDC) ^ v^;!^;!/** 
vK-^te7K% (M7]cS^> &7fc h y N i^^f;^;wt^y 

v K-ttft* y /k v ^ ;v* * v k-^> ^io^ ( y >m> h y 

* v;i/tj ;w-*fv^ 5 K (D C C) & t>*L& 0 
[0 119] 

umm.imv>mm^ iotimu -8 o^^ 1 o ottiT ? 

[0 12 0] 

P-^-eilfKb^t LTMv^tv-i><b^ (II- 1" ) <K rS^tK^M^-t? 
^Wl^tf (II-2) d ^JAffTffiP' ffiti «3i£fr&o 



[p' 

[tt5 3] 




(XII-1) 



(II-2) 



i±\IE# 2003-3083680 



#M 2003-185241 



^- i? : 90/ 



it^km (XII- 1 ) tR8a_M^ae^t, (II- 2) £ 

Sjt-t&o *KJSI4, fSCtv>, aetc*«»«rat3r$4rv»«a|Eiti^ 
(XII- 1) CMLT, R8a-M^l^v^jcl|, Jff L < f±ft 1 5 

ttHftaHfrfrttft^ ^ h V •> A h * v K> * i; ? A t e r t -7 h * v V<D X 7 

^tK^ ; ^>-tr >\ h;v-x>\ * ~> v > & ^<^#^Mb7KSt2S srhnF 

*? J y £ t<D^r V >m ; * n n A „ v ^ n n * * > & ifo^ n y >"fbjpHb7jc 
; N, N-^^f;^^AT^ K^^<7)7 5 K3H ; y^Wi^^ry 

&ib\ ik-Sm (XII-l) (4, iiiSP&KJ; *Mb^ (II- 1 * ) 
tKX t)m&ZtiZo 
[0 12 1] 

G&^M*Mb^t UTfflv^tt^>>f^% (VI) Kis^XM 1 frTV> 

t& iv^2#oJ3g^^b7K^S-e^^<b^ (vi' ) . Sfcti, j ft-ejK£Wb 

LTfflv^tL^'fb^ (XIV) tci3V>TMl**fiife$tLTV^Tfe J:v»2ffi 
Ol&J^R'fbTK^ST^ «9 . Ml O^^T^^-fb^ (VI' ) ti\ 
TfBQifcfcJ: !)»ft$*L;& 0 
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Ut5 4] 

2 2 ^ 

x^|/ — - x^K — - xH* 5 

(R)p (R)p (R)P 

(V) ISI^/ (XIX) (VIM 

P,7; ^oh 
x^K 

(R)p 
UI-1) 

[I@l-a] 

it^m (V) £3«vT>4fc$7£&S£^Tft^ (XIX) 

> yT>ftl (I) &^^ff>*L& 0 £*Lfb«vT Wb%^l£ffi»fi, 

% (V) IzftL, #iL<fil^»&^L*^i!J (M* L<*±1~1 0^4) -c 

«4r l^i^v^L^SfiJ (ffiL<iil~l03i) flnATkJ:^ 
[0 12 2] 

^JS^Mf^*S.^^^vn«t L-Cfi, >Ux.{i^ r;un-;^ (Mill 

£ej£^gf*> a-ffi-, i^o°c~^2 o oic-e^f 9 ut^t^ 0 £j£B#raf± N a 
f> #&o. 5 — ^t; 2 0B#F H i-e^>^o 
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[0 12 3] 

[Iil-b] 

ik&® (II-l) tz/TylkfrmZ^frty&ytmKfcfcZVKBZ 
^xik&m (xix) fcsijfr&o *KfcimmF&K&if2>tt&%!) (II- 1) Mb 
^ (IV-1) ZKBmt&ZtKZ&lt&m (1-8) OS^tlwi^LTfi^ 

[IS2] 

^"Cfi, X© 1 - a t tz Jilfl 1 - b X^tzit^m (XIX) ^inTK^i" & d 

tizx*)^ ik&Vo (vi' ) £i^ii-& 0 ^BUS^fBAftK^tMb^ (i- 
2) oto^i^ £ Mb^tr (i-D (DWki&t mm- ft frtiZo 

[0 12 4] 

j^^tMb-a-t* (xiv) (M-mxmMk^tLxm^bti&ft&m (xiv 

' ) &#&) t L-T„ Ml^tf^titv^t J:v^^i§:2^±<7)2#<7)J3^^ 
^bTKiSt^^Mt (XXI) £J:zHb^ (XIV" ) MxJrFffiRS^J: 

[Ri£] 
Mb 5 5] 




XXI 



Xfl2 
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^fy^nt';K s e c-7f;K t e r t-^;v 

[0 12 5] 

[1311] -fb^% (xxi) oftjg 
(XII) 

(1) (XX) (Q = PR7 3 ) frb^t&zti&frxfr-V&J V 

(2) T^^r^M 1 ; >m^^-7-;V (XX) (Q=P (0) (OR 7) 2 ) ^fcif 
tt ig-Horner-EmmonsKffc 

<b^# (xxi) tmbti&o ^frfcimm i - 1 &<d mmi a] 

lt^Wittig^jS^>^>VMiWittig-Horner-Emmons^JB^«J:^'ffc^^ (1-1 2 a' 
) OM^I^cLTfi^ft&o 
it^m (XX) fi. g#^0^$/i{i-etL^r^^^J: «9Mitt-^>C:i: 

[0 12 6] 

[XfI2] (XIV" ) <D$£3f 

xai-e#^tL^<b^ (xxi) <D-n.m&%mjt LtMn (xiv" ) 

& c ^^fifrfB I &<7) [1*12 a] K&W&ft&m (1-1 2 a' ) 
OTfcffcifc&nfc X&lt&m (I-l 2 a) 0^3t«h|WI^^LT^ft>tt^ 0 
[0 12 7] 

D&lc^tMb^ (III) (i, M^^TSSS^tc J; «9m^$tt<2)o 
[S&] 
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[<fc5 6] 

HO^^X^^Y 0111 - E - M V Ml X 2 - M Y ORl 

O 0 
(IV-2) (III) 

^Tii, 4bi=rtJ (IV-2) <D7kWt&ZMm&E^&-f2>ZtK£ ^ 
% (III) £t»r&o ^JSi^ffiL&K^tMb^ (II- 1) OTlcm^^E 

[0 12 8] 

i - l^^tMb^tJ (xi) t±. Mx.{rriBT^^i o«*$*t&o 

[Tfc] 
[ft 5 7] 

R9a cH- M V Ml x^ M V 0Rl - r9 V m W m V m Y or1 

oh 0 o 0 

(IV- 3) (XI) 

(IV- 3) ^gHbl^ci^cj: *)it&m (XI) ^^dti-^o 

*as»±«tffip^jc^»t&'fi:#* (ii- 1" ) nmtKx&ik&m am 

[0 12 9] 

1-2^^43^^^^ am) mx-i?rm\jm~z.v)m&2ti2>o 

[Ufe] 
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[ft 5 8] 

„ ? , , , i + PR 7 3 (XVII) 
H W X^ T 

(III-l) ° P(OR 7 ) 3 (XVIII) 



* 9b i- M V M V M Y 0Rl 

o 

(XIII) 

(xiii) ©q^p (o) (or 7) 2 Wt&fcMk&to (III- 

1) tik&m (XVII) t tf>SJ£4C J; *K (XIII) (DQtfPR? 3 <D1§&K 

int&w (iii-i) (xviii) toKmzx t)mm-rzijmx-$>2> 0 * 

^j£temffiO&K£tfMt^ (V ) (XVII) £ £fi4b^ (XVIII 

) tmBz+tzz t\,z £&it<&m (x) vm&tmmKLxfifrtiZo 

«fiic^tt^^t; (ni-i) f*. <b^t/ (in) ii^^tL. Htte 

[0 13 0] 

E&K&ttMfc^ (IV) . Fmz&tf2>lt<£® (IV- 1) , G&fciSttMfc 
^ (VII) , nm~&WZ>it'km (IX) , S&^£&tMt^% (IV- 2) , 
t>\ Tmz&tf&ik^m (IV-3) (^tL^^^b^^TT^V^tC^tt^^ 
^ (XXII) K&^tL^) M;tl£TfEV&&cJ: *)$syi£*L& 0 

[V&] 

[ft 5 9] 

(XXIII) ° (XXII) v 

#^?>4£^£> -Y" -te-O-, -S-> — N (R3) -Zfcte-C (= 
O) -O- (ill, 1i)V^~)V$zmteM2 tfa&-f2>) ^O^Oie-^ttmrfS 
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#ifc-c»±, ft^U (xxiii) ^§il^Mit-&cti:±t), >ffc£-% (xxil 

Wv^tiL^ Wx.lf [PROTECTIVE GROUPS IN OR 
GANIC S YNTHE S I SJ S e c o n d Edi t ion (JOHN 
WILEY & SONS, INC. ) %¥te&ft*!>2>y<*tt\m2tLr\<*2>0kQr 

10 13 1] 

V&KiStt&^tf (xxiii) tu, x2^-o-t 7t«-S--e$>l9, M 

3 a f &^-efc Wfr£-& (xxiii- i ) i±, mirriaw&K £ 19 mm £ *u> 0 

[Wft] 

lite 0] 

(XXIV) (XXV) 



(xxvi) I z -y"^ m2 ^ m ^x 3 ^ M Y OR1 
xmsL (xxiii-1) 0 

[xei] 

#&T*fi, ft^tr (xxiv) OTKaafeiJttMaipE^aslfe-t&ifc^J: »), 

(xxv) *wk7k-fz>o *wfc4*mtLVk\-&w*tt&® (11- 1) ^7xm**m^i 

^E-\^1-a Mt^t? (V) ^^fcffitSUcLT^Tfcft&o 

M 2 ] 

2fc£-ef±, Igl-C#?>^b^» (XXV) tlt&m (XXVI) £<7>MJ£K £ 
(XXIII-1) *|«SBc*±, M^}«IBD^^^tt^<b^% ( 
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ii) tit&m an) t<DWj&\z£Y) (1-7) zmmT&x&tt5im.<DKm$ki* 

W& [X@2] K&n&ik&qQ (XXVI) te, g#<Zr^O^T^it1-^>^t^ 
[0 13 2] 

V&^&ntMb^ (XXIII) hit, x2^-o-$7t}i-S--eab^^ 
^ (XXIII-2) ii, f!l£^TIBX^^«J: ^^7t$^^ 0 
[X&] 
[lb 6 1] 



^-Cfi, 4b£-% (XXVII) bi\j&m (XXVIII) tO^O^cj; fMb-^tf (XXIII 

-2) £Mii-t&o «SBti£te. ^Jl^HuieDS^^tt^^t; (ii) Mb-S-t? 

an) i:<7)^tcj:i9 (i-7) zm&i-&?jmtmm<vBLfcm*T^ft>tiz> 



-hffix^tc^tt^-fb^ (xxviii) te, g#^o;£&-«j£-f t 

[0 13 3] 

V&T^^b^i: LTffiv^^^-fb^ (XXIII) C£>^T, x2^-0- 
£fcl±-S MS^^T^^-fb^-tJ (XXIII- 3) fi. Mx.{^TIfiY 

[lb 6 2] 




OR 1 

E Y 

(xxviii) 6 




(XXIII-2) 0 





(XXIII-3) 0 
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#feTN±, Ifc^ (XXIX) Mfrg-tJ (XXX) fcv>fc>*9>*3fc®RJSfcJ: 

(XXIII- 3) *mt'f& 0 *EUBtetftttFm'&WZfc&® (II- 1 
) Mb^tr (IV-1) (1-8) OjKiStpg&KL 

iiffiY&K^tMb^t/ (XXX) fi> i#^PO^-C*5ii-Sii:* s 
[0 13 4] 

V&fcfc (XXIII) t LXX2&£ZJnA4tfti>\ l Z%&ttX-$>V > 

M 3 *LT V>T £ X \<>%m& 2 JSJLLO 2 ^OJiiim^tTM^TfcMt^ 

« (XXIII- 4) Sfcttto^ife (XXIII- 5) ^x.tdTTIBZffiJCi *)»lji$*L« 

o 

Hfc6 3] 



£13 £l» 1 !M; 



R 12 




R 13 O 



(XXXI) (XX-1) (XXII I- 4) 

R 13 O 

(XXII I- 5) 

x -fvynt^K -7^;K -fy7*f;K s e c-7^;K t e r t -f^-frtzK 
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[0 13 5] 

rail] 4fc^# (XXIII- 4) Oiiit 
\\&m (XXXI) 

(1) *^^-)Al (XX- 1) (Q = PR7 3 ) frhmmZ*l2>***=-*7& 

(2) 7;^;H'J>fyi^f;v (XX- 1) (Q = P (O) (OR 7 ) 2) * 
Z> Wi tt ig-Horner-EmmonsRji&x 

Ciot, (XXIII-4) ^SiSiiBuffilfeO [x@l a] Kistt 

^WittigRjS^^v^iWittig-Horner-Emmons^JS^ I 2>lk-£% (1-12 a' ) 

ik&m (xx- 1) t±, ^#:^n^^-e®^i-^>^^^-e^, ht^^lt^ 

D312] jk^-t? (XXIII- 5) o^at 

JMlX^htitzik'km (XXIII-4) (D-mm^MitLXit^m (XXIII-5 
) *n&1imx$>2> 0 ^Kfcli frffi I &<D [XfS2a] Ki3tt<Mt^% (1-1 

2 a') (DTkmmn^ «t Mt^m (1-1 2 a ) ^ss^ra^LT^tL&o 

[0 13 6] 

VtelC^tMb^ (XXIII) tLTX2i3«tO f M4^t^^^i?^)i9 > 
R 1 tfymw^Xlb *) . ^o, m 3 ttT v>r £ i v> 2 ffiwffiffimBZtbk 

(xxiii- 6) , texxf, ik&m (xxiii) tLxxz&xzm 

4 j&« 1 1> «9 , m 3 ^ejji$ tix^x i>£\,*2 m<Dj®tm9ttt&m& 

X&y), ^o, R 1 ^K^^T^ (XXIII- 7) *± N #l);Lf£Tf2A av£ 

[A a tfe] 



miE# 2003-3083680 



#M 2003-185241 



^-v : 100/ 



yte 4] 




3a 



E 



(XXXII) 



112 Z 



(XXHI-6) o 



OH 




(XXIV) 




(XXIII-7) O 



[Itl-a] 

(xxv) t^i->T>"fb^^^$^T^% (xxxii) zm 

t&1-&o ^iSJiMfBQ^O [If l- a ] K&lf&lt&m (V) £dte$r>T> 
fttJ£a££^&££KJ:;Mt^t/ (XIX) <7)M?t tmffi.^LXtffrti2> 0 
[Itl-b] 

^-eti, (xxiv) t ^TyltTkmt^frty&ytmKfcKX *)KJBmt 

xit&w (xxxii) £$^i-&o *fcfcimmFm~&ifz>4k&y>] (ii-d Mb 

(IV-l) ZKfcZit&Z £fr£2>ft&%i (1-8) ^jitl^KLTfi^ 



^fe-efi, lSl-a££i±IfIl-b^1#£lfc^% (xxxii) JkWkfm-fz 
zt\z£*)^ it^m (xxiii-6) imm-r^o *KmimmAmK&ifz>1k&%>) 

(1-2) <DM7kfrm\~£Z>lt&m (1-1) c0®^ttIS)^^LT^ft>tL^ o 



xfl 2 xntzik-sm (XXIII- 6 ) x;Hb1"^> cifcicj:^ ifc 
1» (XXIII-7) £M^1"& 0 ^j£fi, g#<££n<o£OL^&*K #iJx.f£lil4J& 

^m^b^M (&#) t2 2tti^iv, 4 3-5 m%£Kmm.&&^te 

[0 13 7] 



[1*12] 



[1*13] 



mtE# 2003-3083680 



mm 2003-185241 



^-v : 101/ 



w& [igi] K&w&it&m (xxiv) > &±z/zm^&tf2>tt&m (xxxi) 
it, <&fttffc^%> e^^o^^iti-^c^^Ti. -mm&tLxbx^L 

dZo ttz, i\&m (XXIV) (Tf5Bbj£l?<7>ft?£-tf (XXIV- 1 ) , fl^t? (XXI 
V-2) ) mmt&m (mi) (TffiBb&^^Mfc^ (XXXI -1) , >ffr£^ ( 
XXXI -2) ) (i, TttAffTiBBb&K.fcoT, -ffrfr* (XXIII-8) (Aa^t 

mmztizit&yo (xxiii-6) , it&m (xxm-7) , z&xmmzti&ik&W} 

(XXIII- 4) , it&m (XXIII-5) *&1o*£fz\t^ i k7r^) frbm&Zfc&e 
[Bbft] 



r 1 3 atemmztix^Tk x^mtTKm&i, t^mm^itmrnt 

[IDg 1 ] 

(XXIV-l) it, jmK&lf&lt&W (XIV) (DMTtKX&lk&m (II- 

i) vmjktmmv&ftTx, it^m (nni-8) ^MTt-r^^tizx^Mm^ 

IJM21 

it&m (xxxi-d it, mmLtzpmzisif^it^ (n-i- ) ^Mta^ 
it&m (xii) <Dmmtmw.<7)&ftTx\ it&m (xxiv-d ^m^-r^^txm: 



[ft 6 5] 





(XXXI-1) 



(XXIV-2) R 
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[X5g3] 

tt&m (XXIV- 2) fi, mtZLtzP' mz&V&lt&m (XII-l) £R8a_ M 
fc<a£j£K<fcMb^ (II- 2) 0«jttR«0*ftTt?> Ib-S^ (XXXI- 1) * 

[IS 4] 

fb-g-% (mi- 2) «riab^Pi£tr*5tt*^!» di-i" ) oBKb»cj:* 
4b£-^ (xii) o«iStiBit»o^#T-e, lb£-% (xxiv- 2) zmk-tzzk-zm 

[0 13 8] 

J SK&ltMb^ (XIV) t LT, M 1 $*j|frfr#-C3b t9 , R 1 0 ^gjfe$tt 
TV>T&<fcv\^4b;fcfg*T&<Mb'£i^ M&K£&t<2>{b^t/ (XIV ) 

&o X 1 $.^,7 7>*iWf > & J. * x /Wd o v » T t i . ^Ix.(ff4K 

H«Mfc^llffi (A#) f 24 ^r$I^J&VI, 5 0 0-5 0 41, 11-60 
5 6 9, Synthesis, 1 2, 1 0 2 71 (1 9 8 3) & £r£|Btt*& VM±3IM£ 

V^Tfi, mtf*MJ33Ufcft5«& (*,#) ^2 4^^^VI, 5 13-5 1 

[0 13 9] 

jiie@^b^%^«tTOM^tf^^i-^»#^js^*3^T, mmzti 

Z>WMk&ito\^ flitUT^y, *;v^drv, tKn^v, 
[0 14 0] 

r^y^fiit Ltii, fflx.ifw&ztix\'*xi> x^c i-6 r;i/^;v-7& 

)V^=-)]/ (Mz-\f, T-b^-;K i^-ZU* ^^—/l'* if) ^ 7x-ji/*j^f-;K 
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->*;l/^-;v^if) „ C 7- i o r5HH^fy-*^-^ (tfflx-tf. ^> 

A;Kf^yco§iii Lti±, ^fl^.{fSm^tLTv^-r & iv>c i-6 t;^^;^ 
(Wx.(f> n-:/nk: 0 ;K ^v^nt^K n-7^;K tert- 

[0 14 1] 

(#!lx.i;£\ n-^Dli^ ^V^nt^K n-"7*?-;K tert- 

-f^-^t') , 7x^iK c 7 _ioT7;^;v ($IxJ;T> ^>v;i-&£0 , c 

C 7 - 1 0 75^W*'>-»M-A/ (#!lxJi\ ^>-y>t + y*iV*-;v 

i ^\^Amnm.<o^uy^w^ wz.&. y>i>*u, m.mm.^ &m 
zvmw^Kt*) . ci-67;h^ (mz.i$\ n -?° 

ntf;K ^V7"ne;K n-7*^;K tert-7^-;i/& „ 7^-;K C7-1 

Ltii, Will t: Fn*i/<DQkm&t Lxm^bti&lfc 

[0 14 2] 

£BII# 2003-3083680 



mM. 2003-185241 



^-v: 104/ 



[0 14 3] 

s*&»'fr»*'b^k'fr« (i) &xzr*<Dmft<Dfrmmm*. m^^mmm 

(I) ft^Htefo ffiHHttfls E<E*tt-»fc*>)» 

o (i) K^m&mm&irzWf&tzi^ mik&m*hfrMz 

[0 14 4] 

1) #BU#*&ll*fc 

^^t^fete&'fb^ (00 xtf, () -vvfm (-) --7>-r^ 

& o -m~fiWL, (-) -sm o -i-7x^w^, (-) -i 

2) 
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It^m i£(fWnv>^77^-Oi^ ENANT I O-OVM ( 

<f-<*>:$£\ CP-Chirasi 1-DeX CB .x>**±5g 

[0 14 5] 

3) y77rl/tv-S 

^^ItMia/it, iDTfc^^fc^oft^Wfc&SKJ: ^)7fe^ 

m^ft^mm. (mx.it> mtpa (>u7^tn^f^) 

7x^^i) , (-) -r/h^SUf) ^f^l^t^iHa *K 
jL^fta^x^teS fciiTS K#tf> y'77r V*~?—1P%hfo%>o — ft-g^ 

(i) *«*^#4r'>Sr*i-4»^ R*fc'frWi:3fc#flH£T5 fcttr^a-zi' 
ft * 0 S ft£ vT^-r 1/^*7 ifcbD*5*ab&v»tta36tt 
[0 14 6] 

mr^> ^M«r^fT^|§H^^$ib^#^gn^i-^,^ #S&Eiitft&fc 
ffllffl#^i3V>T. m*^T^ /m^fc*^B&^t?^7K-r^)%^ IUPAC-IUB Co 

{±iSE# 2003-3083680 
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mmission on Biochemical Nomenclature^ J: &HfHf-&.5> v*{±^f£:^IH-i3&t<£'lft 

[0 14 7] 

C1E^|J#^ : l ] 

###U 1 a -Cfflv* t> *l£ 4 P A R D-UOiMBE^J&^-fo 

C@e^j#^- : 2 ] 

##0H 1 at^v^^^^f^PAR D-L ^m*@e^iJ^^-to 

CE?!I#^- : 3 ] 

##M 2a»^tL^,-/7^-7-XR A-U (OmMWSM ^Th, 

CEBI«- : 4 ] 

2 atfflv^^"/9^v-XRA-L (DM&WM *7fr?o 

iwm* : 5 ) 

CE?U#-§-: 6] 

5 a "CfflV^tL^ P P R E-L <7>m*IB?!J£^1-o 
CEBHHI- : 7 ] 

5 a "efflv^ h ti%> 7°?4-?-T K-UOffl«E^*^to 

CE^J#-^: 8] 

5 a "CMv* t>tL& ~f*7 4 v-TK-L <P&3£E?!I fc^o 
CIE^|J#-^ : 9 ) 

##M 6atfflv^tL^^7^fv-PA G-U <D&&WSM £^1% 

CE?!l#^ : 10) 
##00 6 a -effl^ 5, -f^yf -r- P A G-L om^SS^J^^1- 0 

CSfi^J## 111) 
###Jl 0 ativ^ti^^'f^PAA-U^MSe^J^to 

CE^J#-^ : 12) 

0 atJv^^7 , 7'f , 7-PAA-LOliie^^/Tt 0 
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[0 14 8] 

(PPARy-RXRa Afnztft'^^Kfitt) 
##^J8 at#f>^:PPAR 7 : RXR a I 4ERPP/CHO-K 1 ftHJg 
£ 1 0 % u yJ^3SJflL7t [70f^o v-t± (Life Technologies, Inc. ) M 
> *S] fc-g-tr^AF 1 2igtfl& [^Or^ny-ti (Life Technologies, I 

nc.) *sfl ge^x^y^^i/-^ n 

— tfc (Corning Coster Corporation) $5k ^S] ^2X 1 0 4 cells/well 
h^^»J:d««L, 3 7t^i^^f v^jl.^- Bfcig#L£ 0 

-mmmLtz9 6v^)i<*v4 y-fv- y x 9 so^i^o.i 

%Jig^^^~>JflLVtT;V7'A > (B S A) ^^-tr/NAF 1 2 ttfcMfrfrfc 
2 0^ lfcfci&JnU 3 7t^M^'f>'^i^-^- c t I tl 8-2 4B#WJ£ 
*Lfco *&Hfc*l&*^ HBSS (HANKS' BALANCED SALT SOLUTION) (BIO WHITTAK 
ERtt) -C2ffiP*JW L fc e v ij V- >7.5 (ftftttXSQ £ 4 0 // l&ftn L> Jt£N& 
, 1 4 2 0 ARVOv;Vf7^i7^>^- (Multi label Counter) (7?f 
* (Wallac) tt) *Jflv>T\ ^>7 j. 7~tfiSt££«!5£Lfco 

[0 14 9] 





mm* 


1 (3) 


2. 8 


5 (2) 


2. 3 



[0 15 0] 
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[0 15 1] 

2 (PPAR<5— RXRa ^f- nzi#V if> Kfgtt) 
9 a fill/: "7 i ^ v a >^ 1 8 — 24 WWk<7) COS- 

i,«£mau o. i%itjt&m^^vjflL?tT;vy^^ (bsa) m%Mm 

90 Sr^trDMEMJgitfc [7^7f^ny'-ti (Life Technologies, Inc.) 

#^7^;i/^lX 1 0 4 c e 1 1 s /well X *) K 8 0 fi lo'o^@L/c 0 ^ 
^SM^*2 0//liiDU 3 7t, 5%CO 2^T3 6-4 8 B#P^ 
mmLtZo 9 6 ^i^y^f h/V- h X »)i&tt*Bfc3H& HBSS (HANKS* BALA 
NCED SALT SOLUTION) (BIO WHITTAKERtt) t?2fS*^ L 7t fcf y ijV-y L T 7 . 5 
(fllTfcfcfc^) * 4 0 fx 1 a U WPtfk, 1 4 2 0 ARVO^f^^ 1 ) 
— (Multilabel Counter) (77^ (Wallac) tfc) ^l^t, 1^/7x7 

*«tft-fr«INft##o^"> 7 or ^ trf£te£ l t Ltz t § 4rtH*ffr&* 1 
0 nMWO^y7x7-b™^iff$^Itl3L/:o I" [St 2] 

[0 15 2] 

C*2] 









5 


(9) 


6. 7 


6 


(4) 


7. 4 


6 


(6) 


6. 6 


6 


(2 4) 


6. 8 


6 


(2 6) 


5. 6 



[0 15 3] 

Z<D£j fc, *§&W1k&%H±^ mtifzP PAR S-RXR a AfnrfftV 
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[0 1 5 41 

1»M 3 (PPARa — RXRor ATDllf'J if > Kfgtt) 

##M 12a -eHM Lfc f>7^7x^y 3 >Hl8~24 C O S- 

laWfefclUJRU 0. 1960BSA (MlSm^) (SfDft) ^^tfDMEM^i 
[7^f 7f^/n^-ti (Life Technologies, Inc.) £U #0] 9 
6 *:t/l/*7>f h 7"U- h (n-— *S) 0#7x;v^l X 1 0 4 C e 
lls^O«&8 Oyt/ m^X^ it^m*2 0 fx l«nU 3 6 

-4 8B#K> 3 7tt»^^ >^r^^-^-tJtSl^ 0 9 6 7x^*7^ 
b ~7V- h J: HBSS (HANKS' BALANCED SALT SOLUTION) (BIO W 

HITTAKERtt) X2^Wi L ^° y * v - > L T 7 . 5 0fP3fe#&&) * 4 0 M 1 « 
U t£#^ 1 4 2 0 ARVOv;^7^V*7>^- (Multi label Counter 
) (77'^ (Wallac) tfc) ^fflv^T, ^>7 jc 9 —tff&tt 4: «!I5£ Lfco 
ft-g^l 0 nM%mtiLtz<y sc)V<D)V is 7 £ ij . ft^£«]L 

/to »** [^3] IZTF-fo 

[0 15 5] 

C^3D 









1 




10.2 


2 


(1) 


10.9 


5 


(5) 


10.1 


6 




9. 3 


6 


(1) 


8. 9 


6 


(2) 


9. 2 



[0 15 6] 
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^mik&Wte, I^:PPAR«-RXR« ^7- n -»#:>; 
[0 15 7] 

I«#IJ4 (GPR4 0^i"^^##^«|ff^ (T^M^I) ) 

£ fGPR4 0 ^^5|$-*/iCH0»* (No. 104) £3X10 4 411/ 
10 0^ L^Il^t «t 9 C^IRU Black walled 9 6- 
well plate (Costar) CI *K$>tz ^10 0^ L -f-oftm^ C 

o 2 f*^ct- ^«lt^o mmft*^i"y&mm<omb*F l ipr (mo 

lecular Device) £M^T$J;£ L£ Q ^^mTCffim L£ 0 F 
1 u o-3 AM (DO J IN) 50 jU g^21^L DMSO (DOJ IN) 
K*#^U $ h K^A<D 2 0 %7°)VU >M (Molecular Probes 
) 1 0 5^ L<7)^IMBJfiLVt£»Lfc 1 0. 6mL07y^;t 

777- [HBSS (Invi trogen) ILi: 1M HEPES (pH 
7.4) (DO J IN) £2 0mL«lU /n^yK (S i gma) 7 10 
mg£lN NaOH 5 m L Kmm'ikZ h K±M<DU B S S/H E P E S 'MWi 

«rP«it7feo M^V-h^lgiifi^lgr^ 1^&7^ 1 0 

> Kfr&Ltz 0 &±<DM$kW:Z1M Ltzm, FLIPR KXit&mffiM&<V 

g p r 4 0 Ktti-&%mfom.mmmftm 



MVm^ EC50, /jlM 



5(8) 0.10 
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5(10) 

5 (1 1) 

6 (4) 



0. 1 8 



0. 5 8 



0.8 7 



6 (6) 
6 (7) 



0. 1 6 



0.2 9 



2. o 



m 4 <D®i$kfr h , *mmik&mi$, m^tz gpr4o &mimmm%mm z 

[0 15 8] 

J^T<£>###!|1 a~l 2 aKmmViAittmftm^ mm (Maniatisib. €V 
^^7- • ^n-— ColdSpring Harbor Laboratory, 1 9 8 9^) KnZM 



[0 15 9] 

tf^ll a (t: h P P AR 8Mfc : 3 L <D?u-~>sf) 

thPPAR5 ifrfc^-O * n - - > ^li, #K c D N A 0fc#*&. QUICK-Clone 
cDNA) U Schmidt, A. <b^#^ (Mol. Endocrinol, 6, 

P1634-1641 (1992)) LTV>£ P P A R d &m=¥-<Dja&Effli& 

PARD-U ; 5'-AAC GGT ACC TCA GCC ATG GAG CAG CCT CAG GAG G-3' {Wffltt I 
1) 

PARD-L ; 5' -TAA GTC GAC CCG TTA GTA CAT GTC CTT GTA GAT C-3' (E#l#^- I 
2) 

&JBv>fcPCRftfc<J: «Hfo£ 0 

P CR^{±AnrpliWax PCR Gem 100 (^Mat) &fflv>fc*y h • h (Ho 

t Start) &X*ff o7tr 0 TWtSifcfc It, 10 x LA PCR Buffer 2 [x 1 > 2 . 5 m 
MdNIP§t3// K 12. 5 /i M7 , 7^-7-i$#2. 5 ^ K ifl^7X 1 
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o^ i fcm-a-Lfco ±mm,WLt ltwu mmt ut k^Ucdna l (ing/ 

m 1 ) & 1 ^ K 10 x LA PCR Buffer 3 M K 2 . 5 mM dNTP i&ifc 1 /j K Ta 
KaRa LA Taq DNA polymerase (SMjt) 0 . 5 M K M®^^tK2 4 . 5 // 1 £ 



rl^L/io H^LfcT®^^ AmpliWax PCR Gem 100 (SMdi) £l«sijnL 
, 7 0tT5m 7k*^5^F«iSiL ±«Tl«^PCROa£i££IM 

ffl) ic^rybL^. 9 5r^2£f«SL*: 0 SMC, 9 5"CT15m 6 
8t:T?2^<7)-9-^^^^4 50^I9^L/:^ 7 2tt8«IL/c 0 
a/:PCRI!|^7#n-x^ (1%) fMIL, P P A R £ jf^&^tr 
1. 4 k bODNA^>i-£r;^ibE!RL*:m, pT7Blue-T vector (^M^i) fcff 
A1-£<Th^J: KpTBT-hPPAR^ftSL/:o 
[0 16 0] 

#%M2 a (£ h RXR a^tfe^O^n-^y^) 

^RXR«t{5^^n^-^>^ HO! cDNA (m#f^ i§3D n n £ : QUIC 
K-Clone cDNA) ^§St L, Mangelsdorf, D. J. (Nature, 34 

5 (6272) . p224-2 29 (1990) ) Ltv^RXRalfs^l 

XRA-U I 5'-TTA GAA TTC GAC ATG GAC ACC AAA CAT TTC CTG-3' (SE^!I#-^ I 3 ) 
XRA-L : 5'-CCC CTC GAG CTA AGT CAT TTG GTG CGG CGC CTC-3' (ge^J#-5§- \ 4 ) 

PCR&jSte, AmpliWax PCR Gem 100 (SM^t) *m^tz*v h • * * - h ( 
Hot Start) fet?ff ^tz 0 Jf, 10 x LA PCR Buffer 2 ^ K 2 . 5mM dNTPi#f& 
3,uU 12. 5 ^M-7°^^^— ^#2. 5//K ^TSU^X 1 0 /ul ^^Lt 
T/f L£ 0 ttz, iltLttf^IcDNA (In g/m 1 ) £1^1 
^ 10 X LA PCR Buffer 3 fx U 2 . 5mM dNTP*#f& 1^1, TaKaRa LA Taq DNA p 
olymerase (III) 0 . 5 li U WMm^2 4.5^ IMUWit L 

±fSLfcTif Mf&^AmpliWax PCR Gem 100 <SM&) £ 1«JPL> 7 0°Ctr 
5*H. 7jc^-e5^F«S^ ±im^tlDx.PCROE£*^iILfCo KB 
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YLtzfe. 9 5rt?2^F«3L£ 0 9 5t:tl 5m 68^2^ 

F^-iM ^;i/£3 501^11^1 7 2 < C-^8^F^MSL7t 0 

#^tL7tPCRM^^T^n-^^;u (1%) H^l* U RXRaatfeT^ 
^•tf 1 . 4 k b (DDN AMfr*r)Vfrb®MLfcik, pT7 Blue-T vector (SS 
iiM) K#AU ^^^KpTBT-hRXRa^o 
[0 16 1] 

##$13 a (tfPPAR^ RXR aMffl^X? K^f^») 

-7*7 * 5 KpMCMVneo<7) 5 . 6Kb Kpnl-SallHjffJf £: ##08 1 a ififcO 7"^* 3 
KpTBT-hPPAR^hPPAR3 fcfc^-fc^tr 1 . 3 k b RpnI-SallBf 
frWU FpMCMVn e 0-hPPAR^^IU: o 

[0 16 2] 

##M4 a (tihPPARS, RXRaMI^X^ K^l) 
•7° 9 * $ KpMCMVneoO 5 . 6Kb EcoRI-Sal IW ft t 2 a fem<7? 7 s 9 * 5 

KpTBT-hRXR«OhRXR« at^^tr 1 . 4 k b EcoRI-XhoIgff>t 
£iSif£U ^5X5 FpMCMV neo-hRXR« £fEg£L;fc 0 
[0 16 3] 

##M 5 a ( * - 7*^ * 5 KOfti) 

T->;VC o At+yf-^*OP P ARSfftxl/^ > h (PPRE) £#irD 
NABffi-fi, TO5'*j|'J >BWfc*J&DNA*fflv>Tfls«L;fco 
PPRE-U I 5 ' -pTCGACAGGGGACCAGGACAAAGGTCACGTTCGGGAG-3 ' (@S^J#"^ I 5) 
PPRE-L I 5 ' -pTCGACTCCCGMCGTGACCTTTGTCCTGGTCCCCTG-3 ' I 6 ) 

PPRE-U, PPRE-L £7--'; >7Ltz^ 7*9^5 KpBlue 
Script SKO Sail *Mfc£JIrAL;fco # AKf>t^^SE^J^^i-^ £ t \z J: 
0, P P RE*M IB *>7 , Afcitj|SL.fc 7*7*3 KpBSS-PPRE4^M 

HSV ^Si^ • *1 — -fc? • ?-7A • 7°n^-^- (Thymidine kinase mi 
nimum promoter) (TK^D^-^-) ffiM<D?V — ~ >^f±> pRL-TKv 
ector [yn^f (Promega) tfcSSL #H] ^iltU Luckow, B?>^R& (N 
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ucleic Acids Res. , 15 (13) , p 5 4 9 0 (1 9 8 7) 
ttv^f 5 y> • *ri---g (Thymidine kinase) m.itt<D7'u^:~- ? —W$L<n 

TK-U: S'-CCCAGATCTCCCCAGCCnOTGrCATTG-S' (E?!I#-^ : 7) 
TK-L : 5' -TCACCATGGTCMGCTrTTAAGCGGGTC-3' (SE^iJ#-^- I 8) 
£fflv>£P CR&KZ t)ft^>fz 0 

P C RKJBlZ, AmpliWax PCR Gem 100 CSMSD *m^fz* y Y ■ 7 9 - h 
(Hot Start) &n^To/c 0 £?\ 10 x LA PCR Buffer 2 /uU 2. 5mM dNTP^ 
ffi.3 juU 12. 5 juMf^4-7-m^2. 5 juU tfmm&frl 0 M l*M&L 
XTmUmtLtZo ttz, iiiLTpRL-TK vector \_7°u*jf (Promega 
) t±Ms ^ffl] £ 1 ^ K 10 x LA PCR Buffer 3//K 2 . 5mM dNTP^^ 1 M 1 
^ TaKaRa LA Taq DNA polymerase (SMjiM) 0 . 5 ^ U Mftg9*2 4.5^1 

iffiL/cTSrl^AmpliWax PCR Gem 100 (MM&Wk) ^UliL, 7 0°C 

fcm<o\'otz^x.-7*-y—^)]sirj?7- (s*-*>ju}p~?>-ttm, ^s) k 

•feyhLTt^ 9 5tt'2^miUco £<b^ 9 5H:tl5m 6 8°C-e 
2 ftmv^J 9 fr* 3 5 HIM ») ig Lfc&, 7 2 "CT? 8 ^F»I Lfco 

ft&^PCRi»*7J!fD^^ ( 1 %) «^;MjU TK^n^^- 
Sr-S-tr 1 4 0bODNA»ffi-&^a*<b®JRLfcm> pT7 Blue-T vector (^Idt 
K) i:SAL/: 0 iO-7°y^5 K^?>«HR»9gBglIItNcoI-e^0Bft* i tlzX 
VntzTK7u*:-?~-Z^trffi}*r$:77X* Kp G L 3 -Basic vector [^n 
pttf (Promega) *t*U *@] OBglll-NcoIBfJt Lt 5 Fp GL 3 

W&*Lfc79*$ Kp GL 3-TK <^NheI— XhoIlfrK" 4 . 9 kb t ~7°? 7 5 Kp 
B S S - P P R E 4 ONheI-XhoIi(f>T- 2 0 OtofcafcTH" & CI £ K3l *) „ y°97< 
KpGL3-4ERPP-TKMU; 0 Z<D7°7 7^ KpGL3-4ERP 
P-TK^BamHI WSHm) "1*®MLiZfc T4DNA*'^7-b' (^Sjfi 
SO fBM^X ?l5fej|¥*ftUDNABffr*#fco — pGFP-Cl (Jf€# 
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mm) £Bsu3 6I (NEB) -CSJBfLfctU T4DNA'f J^7— fe* (^tMM 
) OsWPjlHkU 1. 6 k bODNABfM"4r#7to MDNAWrtf&jl 

jBfi"*i !? N ^tf-^y^s KpGL3-4ERPP-TK neo^S 

gcV>T> KpGL3-4ERPP-TK neoOPPARJfc 

gpffcxi^j/h (PPRE) <7)faZZm\5\£KLtz\stf-?-7°7X< KfcfER 

L £<, 1" & =b . y 9 * 3 FpGL3-TK<7)KpnI-NheI »f M"4 . 9kb fc ^ 9 * 5 KpBSS-PP 
RE4OEpnI-XbaI»f>t200bpSr3tje , t4 i^Ci ^7^5 KpGL3-PPRE4-TK£fp§!J 

Lfc„ 7"^^^ KpGL3-PPRE4-TK^BamHI(SS^)-e^8[fL7tm > T4 DNA 

7-*(SS3fi)ft!«tcJ:0 5t3«MFrlMfcLfco Z<d-JjX^ pGFP-Cl (K#J») £Bsu 
361 (NEB) -e^JlffLfc^ T4 DNA #V ^ 9 — If (SSiD^tSt* <t «J *3Sf¥rHb 

U 1.6kbODNASrJt£#fc 0 W**»Hft'& £ t K<fc ^ * 5 KpG 

L3-PPRE4-TK neo * L 0 
[0 16 4] 

###IJ6 a (thPPAR7S^^n-->^) 

tbPPAR 7 I^^n-i^|i, «cDNA : 
QUICK-Clone cDNA) *MMt U Greene fctf*^ (Gene E x p r . , 4 ( 
4-5), p281-299 (1995)) Uv^PPARy ffitt<DMmffl, 

PAG-U : 5' -GTG GGT ACC GAA ATG ACC ATG GTT GAC ACA GAG-3' (SE^J#^ I 9 ) 
PAG-L : 5'-GGG GTC GAC CAG GAC TCT CTG CTA GTA CAA GTC-3' (WM^ I 1 0 
) 

PCRKJC&tiu AmpliWax PCR Gem 100 *ffiv^*y h • Y 

(Hot Start) ST1to/: 0 if> 10 X LA PCR Buffer 2 M U 2. 5mM dNTP 
&%L3ftU 1 2.5/u My°? 4 ~*-mWi& 2 . 5 fx K ^WH^tK 10^1 £rt^ 
UTTBiliSi: Lfc 0 fit Ut h'fclH cDNA (1 n g/m 1 ) * 1 

// K 10XLA PCR Buffer 3 ^ 1> 2 . 5mM <3NTP?#jS 1 k TaKaRa LA Taq DNA p 
olymerase &m&9D 0 . 5 fi U i£Wm@7fc2 4 . 5 ^l^ltJJISi 
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±fBL&TJim&KAmpliWax PCR Gem 100 (MMitm) & 1«$DU 7 0 V 
-C5ftm, 7fc^T-5^fB%am. ±i?SI^i)Dx. P C R U^ 0 K 

•b^L/;t, 9 5T^2 3f«gL£ 0 £<b^ 9 5ttl5m 68°Ct? 
2 ^PbIO^M ^ ;i/$r 3 5 M¥k 0 & 7 2 "CC 8^IL^ 0 

#<b*LftPCRM^£T:2fn-;^;l/ ( l %) WfKMML, P P A R 7 fltfg^ 
fc-g-tr 1 . 4kb^DNAWfM-«ry;i/^e>iaiRL/;m. pT7 Blue-T vector (SM^t 
S) K#AU /7^5KpTBT-hPPAR r ^; 0 
[0 16 5] 

#ff!7a (HhPPAR 7> RXR a^M??* $ KOffcjR) 

^^KpVgRXR [>f y tf h D v*i y (Invitrogen) tfc*> *H] O 7 
. 8 k b FspI-NotI»r>f £##$12 aTl#^tt/i-7°7^5 KpTBT-h RXR 
a<7)RXRa mi^^is 0 . 9 k b FspI-NotlSfM-Srjtig U 79 X 5 K p V 
gRXR 2 fcffcftLfco #CK, p VgRXR 2 OstXI-e^DlffL^^ T4DN 

— #f^6al?#?)^^X5 KpTBT-hPPAR/^Sal 
WLItfa T4DNA#'J^9-1f (SSaSS) J: 0 Lfco o 

V>T\ KpnITM2J»ft & £ h K J: 0 > 1. 4 kbOt hPPARy mttZ^ts-D 
NA®rJt£#£ 0 

MDNA«fM-**j»-r*ifcHJ: 0, 7"7^U*pVgRXR2-hPPAR 
[0 16 6] 

##M8a (tfPPARy, RXR«M77^5 KJJi^-^-^ 
.X ^ KOCHO-K 1 *fflJ&^OigA t|&3i«C0^#) 

1 0 % >7 v-^SJflLYf [7^7f^;ny-|± (Life Technologies, Inc.) 
> #S] ^&MF12^i [7^7f7;ny-tt (Life Technologies, I 
nc.) Ik ^S] Srfflv^T 150cm 2 WW^-77^3 [n-—y<? rr— ^ 
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(Corning Costar Corporation) ^H] T"4f $tf:CHO-K li 
fi*0.5g/LfV^'»-0.2g/L EDTA (j^1x>>?7 ^ ^W&W. 
) (Life Technologies, Inc.) SL #kS^J: 0 

W L mm & P B S (Phosphate-buf f ered sal ine) [70x^/0^ 
-*± (Life Technologies, Inc.) t^Ltl-L^f ( 1 0 0 0 rpm 

, 5 53*) U PB ST-M^L/c 0 mz., v->/n°;v-9— [/^ * Ktt (Bio- 
Rad Laboratories) ^S] &fflv*T, Tfeoifrt:fot, DNA^»t: 

i"&;b^ 0. 4 cm^> •7-7°c0^a.^-y h^, 8 X 1 0 6 $hj& 7 a 
-e#£> tL7t-7 0 ^ XU'pVgRXR2-hPPAR r 10^g 5at 

# ^> fltz V "ft— ? —y'y X< KpGL3 — 4ERPP — TK neo 10^g ZtiU 

mJEO. 2 5 k V, ^r^°v*>*9 6 0 ^ FTtxl/^ fD^V-> 3 > 
LfZo *<0&^ MM* 1 0%^vMBlfovf £^fr^AF 1 2i#:Wi^#U 2 4B£ 

7 nv-tt (Life Technologies, Inc.) *H] ^5 0 0/^ g/m 1 t-fe** 
i/> [>f >kf fDy'x > (Invitrogen) *tSL t^B] * 2 5 0 ^ g/m U:^^ 
X^KlJUK.tzl 0%^->l&^JflLtt^^-tr^AF 1 2 U 1 0 4<ffl|t/ 

ml^^i^:ftLt9 6 7x;v7l/-f n-X*-*± (Co 

rning Costar Corporation) SSL t:fSLt, 3 7 C C0^1?^ >3r a 

mz.^ 'i§hKizW£^Wfo*2 ^)V-7v~y n-^^-ft 
(Corning Costar Corporation) £L ^S] "Ci&*Lfe^ 1 0 yuM&S&fc?*^ 

v * ^sxommz. 0> ;v->"7i7--if>6 ? f&iiii#$tL^^ ppar 7 : rx 

R« : 4ERPP/CHO-K1 ffll&SrS^Lfco 
[0 16 7] 

##J9a (tfPPAR^ RXR ffMffl7 P 7^^ <£ Z/IxjJn 0 — — "Z^ 

* 5 KOCOS-1 ii^OiA) ' 

COS-lHMl5 0cra2-fe^;Vft-77^3 ( a - - > ^ttSIL * 
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m) i'5 X 1 0 6 C ells/50m 1»SU 3 7^ 5 %CO 2 i#T2 4B#^« 
L£ 0 h7>^7x^i/ 3 >|i'J^7x^>75> (^>t?>Oyx> (Invitr 
ogen) ttUL *ffl) *JBv>T?to tz Q Fy^7x^y 3 12 5// 

I^)'j'f7x^h7r/, 1 0 0 1 OPLUS Reagent. 2. 5 ^ g^pMCMV 
neo-hPPARS 3 a & <D) , 2. 5^/gCDpMCMVne 

o-hRXRa (##$J 4 a & CO) , 5 ^ g(7)l/*'-^-7°7^ ^ KpG 

L3-4ERPP-TK neo (##$! 5 a TUfc , 5 M g OpRL-tk [*/n 
# (Promega) ttSL tKH] 4r 5 m 1 Oopti-MEM (-<>lffnyx> (Invitro 
gen) *fc*L *a) fci&&LXftMLtZo opti-MEM^^-LfcC O S- 1 UHlfefcJ: 
ffih^*?^ va 2 Om 1 cDopti-MEM£»U 37^ 5%C 

0 2 *frT, 3 l^m^ Ltz 0 rfc^X\ 0 . 1 %MffiWK^ z/MMTfr-y* > 
(B S A) (mytmm) £#trDMEMi#i& [7^f77^yn ^-}± (Life Technol 

ogies, Inc.) M> #g] ^25miaU 37t, 5%C02*#T18~ 
2 4NfMJ$SIL^o 
[0 16 8] 

#f « 1 0 a (fcfPPAR«itfff0^n-i>^) 

t bPPARff itfsT-O * n - - > ^tt, |f JK c D N A QUICK-Clone 
cDNA) * »ItU Sher,T. (Biochemistry, 32, p5 

598-5604 (1993)) LTV^ P p A R « *»K^<B:tt*iBF!|*##fc 
ffc«Lfc:/9>f**'— fey h 

PAA-U I 5' -AAA GGA TCC CGC GAT GGT GGA CAC AGA AAG CCC-3' (E?!J#^ I 

1 1) 

PAA-L : 5' -CCC GTC GAC TCA GTA CAT GTC CCT GTA GAT CTC-3' (E^I*-^ : 
I 2) 

£ffiv>fcPCR}££J: ijffofco 

PCR Rjfctt AmpliWax PCR Gem 100 (MiBii) *y h . - > 

(Hot Start) &X-ft<=>fz 0 TMM^t It, 10 x native pfu Buffer 2 1 > 
2. 5mMdNTP^3^K 12. 5 /uM 7*7>f'7-jg«|.2. 5 // K «t 
B^Tkl 0// 1 SrS-g-Lfco ±JB»i8[fc LTfi, ili Mflic DNA 
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( 1 n g/m i ) & 1 /j. K 10 x native pfu Buffer 3 yu K 2 . 5 mM dNTP 
?#?£l ^ 1 , native pfu DNA polymerase (STRATAGENEtt, ^S) 0. 5 fx K 
Mffi^7jc2 4. 5 /u 1 ^rr^L/Co M M L 7t T® I- Amp 1 i Wax PCR Gem 100 

(^lit) £ i mmn u 7ot:t5 ^r^, tK^-^ 5 ftmtmtk, ±m^^m 

iPCROgJSt^lIUo EfeBAc/:fa-^t-7^f0 7- ( 
^-^>i;v-r^-th) ^-;R/;t, 9 5 2 ^r«ll L£ 0 9 5 

■£T?15#Pfl, 6 8X;X-2ftm<7)*)-4 ?fr*4 5 0iSi 0 i£ 7210^8^ 
m^MLfz 0 febtifzP CRm^ZTjfu-xrfr (1%) W^MjU PPA 
R aitfzcT-Sr^-tr 1 . 4 k b <£>DN A|ffJt^^V^^Illl|XL7^^ pT7Blue Blun 
t vector (^.m^l-ffiA-t-ZZtlz X 0 ~?7X$ KpTBB-hPPAR a £rf£ 

[0 16 9] 

##M1 la (t hPPAR^^iSM^^X^ KCO^S) 

7° 7 * ^ KpMCMVneoO 5 . 6Kb Kpnl-SallH^tf" t 1 0 a SBffcO 7° 7 7, 

5 KpTBB-hPPARaOt h PPAR alfe^Cfl . 4 kb KpnI-Sal 
IifM-^^b, T^-X^ KpMCMVn e o-h P PAR a *ftUVtz 0 
[0 17 0] 

#f i 1 2 a (tFPPAR ff , RXR a^M7'7^^ XZfUtf- ? -7° 
5^5KOCOS1 Ifflj&^O^A) 

COS-liM 1 5 0 cm2-t;^;vft-77X3 (=?-~>^±§!k ^ 
S) K5 X 1 0 6 C ells/50m HfflU 3 7t> 5%CO 2 ##T2 4Pff|§t 
L7c 0 f7^7i^yH>ii'J^7x7h7r/ ^>k^nyx> (Invitr 
ogen) *±§!k TjtBI) *m^Xft^?Zo Y7>X7^?is3>m,&m$, 1 2 5 /x 
1 <7)'J'f7i^ h T ^ >\ 1 0 0 ^ 1 ?)PLUS Reagent. 2. 5/^g<7)pMCMV 
neo-hPPARa 1 1 a X*%tz i> <D) > 2. 5//g«pMCMVn 

eo-hRXRa (##M4ati#f^O) , 5/^ g(7)l/^-^-7 , 7^5 Kp 
G L 3 -PPRE4- T K neo 5 a i> <D) „ 5 ^ g <£>pRL-tk [-7°n ^ 

# (Promega) ttfk £ 5 m 1 Oopti-MEM U>lf hnyx> (Invitroge 

n) }±$SL ^m&LXfcmLfZo opti-MEM"e^L/t C O S- 1 Mt'JifB 
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h J^K?^? V3 >U&mt 2 0m 1 <7)opti-MEM&$s#nU 3 7^ 5%C0 
2##T\ 3B#F^*L£ 0 ^v^-e, 0. 1 roJifJK^^-^vJfilvtT^r^ > ( 
B S A) tfWMH) ^"tf DMEM^^fe [70f^7n 2>-4± (Life Technolog 
ies, Inc.) ^H] ^2 5ml^Jnt. 3 71C, 5%C02^#T18-2 

[0 17 1] 



x^2 0 0 (200M Hz) t tz liv - * a. V - 3 0 0 (300MHz) "CMfe U S ffi£p 

£:t$tf*£»C*a)i:li. #t?2 0lC^&j3 O'CofflJKSr^-t-o 

£jfcfflU #%W^<^^8B-^t±^cOTfci*4r^-fo s : *>v^Vy K d : 
9"7Vy K t : Hjyw K q : ^TJ^Ty K br:*SJ£v^ dd : ?"7)Vfr 
7* W K dt : td : h V "ffry-TVy h „ dq : &"~X%s$ 7 

?K tt : h'j^h^vyf, ddd : f7>f7;^rv 7 b, m : 

f7°Vy K Hz : CDCI3 : i^nn^VA, DMSO-de I 

h\ CD3OD : ^ j -;k % : m»% 0 

[0 17 2] 
###!ll 

1-7 )l"*u- 4- (2 hn - l -7°n^^;u) ^^-fe*> 
[ft 6 6] 



4-7;vtn^>X7;uft K (17. 0 g) , (11. 5 g) , 
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T$> -iSM& (3. 70g), Wmi-IWA (4. 5 0g) &XV-hu* 
(41. 2g) Ofi^SrlOOfCl. 5^Ktt#L/Co RJSfcfc*"?* 

^SfbLT, (18. 4g) ^g B B B at#f: 0 

SH>^59-61t:; iH-NMR (CDCI3) £ 2.45 (3H, s), 7.16 (2H, d), 7.44 (2H, dd) 
, 8.06 (1H, s). 

[0 17 3] 

##M2 

4- (4-7Wn7x-;V) -2, 5-y^f;v-3-7n^f Jl/ 
[4H6 7] 



Me O Me 

1 -7)V*U-A - (2 h n- 1 --fu^—fr) ^>-tf>- (2. 4 9 g) 
(2 0ml) mmz¥n)V> (1. 3 6ml) i:7irHl^f 
;v (1. 6 0g) ^IfitjDx.fO^i-WiL/cc ra^SETIll^ 
^ Tfc ( 1 0 m 1 ) isJ: (3ml) ZtiUz-Xs MM? 1 1^W«# Lfc 0 

»Ut«r«EES*Lfeo #e>*Lfe3H^JsfcW*->y *TO5A^n7 b^57 
4 -KTttKL (ft^xf;v : ^-9->= 1:9), (1 . 5 9 g) £® 

frfcLTftfc, ?fr^^/-^J: ij#|£&Lt\ *SH£#fco 
K^34-35"C; iH-NMR (CDCI3) 8 2.18 (3H, s), 2.56 (3H, s), 3.66 (3H, s), 
7.05 (2H, t), 7.21 (2H, dd). 

[0 17 4] 
###12 (1) ~##M2 (3) 

1 4 - (2 - - h n - 1 




COOMe 
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[0 17 5] 

#f«2 (1) 

2 - is 9 DA^v;i/- 4 - (4-7;^n7x^.;i/) -5-^f^-3-7Dt 



H&71-72T;; iH-NMR (CDCI3) 8 1.09 (3H, t), 1.24-1.93 (10H, m), 2.17 (3 
H, s), 3.78 (1H, tt), 4.10 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 
[0 17 6] 

###12 (2) 

4- (4-7Wn7i-JV) - 2 — >f V 7°n fef;v- 5 3 -7nix 

Mfc6 9] 



M*27-28<C; iH-NMR (CDCI3) * 1.09 (3H, t), 1.30 (6H, d), 2.18 (3H, s), 
3.65-3.79 (1H, m), 4.11 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 
[0 17 7] 
£#012 (3) 

4- (4-7;vtn7x^jv) -5-^f;v-2-7x^;i/-3-7nfxf;i/ 



Kb 6 8] 
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!t£78-79 , C; 1H-NMR (CDC1 3 ) 5 1.02 (3H, t), 2.30 (3H, s), 4.10 (2H, q), 
7.09 (2H, t), 7.19-7.48 (5H, m), 7.82 (2H, dd). 
10 17 8] 

##00 3 

5- (4-7;^n7x-;v) -2-^f^-3-7ni^fji/ 
Mb 7 1] 

.COO Me 



1, 8-T^ftfv^n [5. 4. 0] - 7 - * >7M: V (4 4. 5 g) <D Y )V 
(10 0ml) 7K3TF> T-b MfsBt*^ (33. 9 g) <D WKx 

> (5 0ml) m%L*7kl%TT*mTLtz 0 <Ot * 1 Ofrmfflfcl>fc&. 

„ ZtHZ 2 —if HO- 4 ' -7;l'tD7-trf7x/> (5 0. 4 g) <7)b;i/i> 
(100ml) vt^^K^TTiSTU £ <b 2 B#H*i# Lfz 0 fkCfzft, 

-h^x^^ygi- lT^mm (5. 5 5g) ^in^-c. 1 0 o'c-^Rtim 

fcffi^JftWSrJfr^^y-^fejBffi^bLr, (3 7. 6g) fcjghSfcfr 



»^96-97t:; J H-NMR (CDCI3) <5 2.64 (3H, s), 3.85 (3H, s), 6.81 (1H, s), 
7.08 (2H, t), 7.60 (2H, dd). 
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[0 17 9] 

##M3 (1) ~###)J3 (9) 

[0 18 0] 

##$]3 (1) 

2-^^-5- [4- ( b 'J 7;l/*n*?-;l/) 7i^] -3-70^^ 
[<b7 2] 



M&M-92V; 1H-NMR (CDCI3) 5 2.67 (3H, s), 3.87 (3H, s), 7.00 (1H, s), 
7.63 (2H, d), 7.73 (2H, d). 
[0181] 

###!I3 (2) 

2 5 - [4- ( h V 7 )V*U*^-)V) -3-701^^ 

Ut7 3] 



14*81-8210; 1H-NMR (CDCI3) <? 1.33 (3H, t), 3.09 (2H, q), 3.86 (3H, s), 
6.99 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 
[0 18 2] 
##M3 (3) 

2 --f V7°D 5 - [4- (hV7Hn^f^) "7jl~;1/| -3-7nf 




COO Me 




COO Me 



ffifE#2 003-3083680 



#M 2003-185241 



^-v: 125/ 



Ut7 4] 




COO Me 



iH-NMR (CDCI3) 8 1.35 (6H, d), 3.77-3.87 (1H, m), 3.85 (3H 
, s), 6.98 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 

[0 18 3] 
£#H3 (4) 

2-^;v-5- [4- (>'j7^tn^f)P) 7i;;v] -3-7n^fjv 
Mfc 7 5] 



i*172-174t; iH-NMR (CDCI3) * 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1 
.82 (2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 

[0 18 4] 
##M 3 (5) 

2-**J-)V- 5 - [4- (MJ ^fl^CM b^r-» 7x^jH -3-7nf^f 



CFsO-^S^ 

I4*66-67°C; iH-NMR (CDCI3) a 2.65 (3H, s), 3.85 (3H, s), 6.87 (1H, s), 
7.23 (2H, d), 7.64 (2H, d). 
[0 18 5] 
##^J3 (6) 

5- (3 Y ^rv7 i — -2-^f^-3-7nf>f;l/ 




COONte 



Mfc7 6] 




COOMe 



tUfiE# 2003-3083680 



#® 2003-185241 



^-'J : 126/ 



lit 7 7] 




COOMe 



■Me 



14^67-68'C; iH-NMR (CDCI3) a 2.65 (3H, s), 3.85 (6H, s), 6.83 (1H, ddd 
), 6.88 (1H, s), 7.16-7.34 (3H, m). 

[0 18 6] 
###!)3 (7) 

2-^;v-5- [3- ( h 9 7;v^-n^^;v) -7^^;^] -3-7n^f^ 
[4b7 8] 



M*74-75°C; iH-NMR (CDCI3) a 2.67 (3H, s), 3.86 (3H, s), 6.97 (1H, s), 
7.49-7.51 (2H, m), 7.77-7.80 (1H, m), 7.87 (1H, s). 
[0 18 7] 

##M3 (8) 

2-jl^-)V-5- O-^h^^x^V) - 3-7H^f;V 
Mb 7 9] 



iH-NMR (CDCI3) 5 1.32 (3H, t), 3.07 (2H, q), 3.85 (3H, s), 3.85 

(3H, s), 6.82 (1H, ddd), 6.86 (1H, s), 7.16-7.32 (3H, m). 
[0188] 
##$J3 (9) 

5- (4-^DD7x-;i/) -2-^f;l/-3-7nf^f;i/ 

Mb 8 0] 



glL£l05-106 < C; iH-NMR (CDCI3) a 2.64 (3H, s). 3.85 (3H, s), 6.87 (1H, s 
), 7.35 (2H, d), 7.56 (2H, d). 






COOMe 



ffiiE# 2003-3083680 



#M 2003-185241 v : 127/ 

[0 18 9] 

5-7i-;l'-2- (HJ7;Vin^f*) - 3 -7n|xf;v 

Mb 8 i] 

COOEt 

6 0 %7)c*fbf- b V V A OSES*/'? 9 "7 -r ( 5 . 5 1 g ) <7) 1 , 2 - v 

h^vi^ y (l o 0 m 1 ) !i?§?£K4, 4, 4 - f^7;l/tn7-b h»ix 
fiV (2 3. lg) Ol, 2 - f yx^ > ( 5 0 m 1 ) W^Sfit'iT 

Ltco o. 5mmmWLtz^ zfi\z2-ru^eT^hy^y 

> (2 4. 9g) ^l^iTlv Zbizs 0°CX—m.MWLfz o KfcmZy&z 

ar> it^^-^2ii]ffltBL^o m^tz^mm^mymm^^^i^y^x-tm 

> Y«*MBE@*LT, vM»*#fc 0 #<btL7^^%^ h)l>z-> (2 0 0ml 
) 4 - h)l>J^> Xfr*>Wt ■ lTKfnt? (4. 7 7 g) Ztinz., Dea 
n-Stark^77 :7°£ott7^j£W#f K X *) U7k$kftTX 8 BfP^nfMtffLL 

&<> b y <y<u7mwLxm&L^ yKm^mm.^^xmi^Ltz 

^ry :Wm^)^=i 5:1), ? s -frfrbMiiklkLx, mm do. 

7 g ) zm&tLxntzo 

M,£44-45°C; iH-NMR (CDC1 3 ) S 1.39 (3H, t), 4.38 (2H, q), 7.05 (1H, s), 
7.38-7.49 (3H, m), 7.68-7.74 (2H, m). 
[0 19 0] 

5- (4 -7 )l>irv7 — - 2 3 -7oi| 



fchSE#2 003-3083680 



#M 2003-185241 



^-v: 128/ 



Mb 8 2] 




COOH 



5 - (4-7WD7x^l/) - 2-*7-)V- 3 -7D^f;V (15. 3 6 
g) ^ i^mti- h } ) V* (5. 2 5 g) . (10 0ml) , tK (50 

ml) ££V?t- h 7li Kn75> (5 0ml) <£>?l^&Mia-e— Hfcit#L£ 0 

13. 4 g) LT^Tto 

Ifcj&217-218 , C; 1H-NMR (CDCl 3 -DMS0-d 6 ) a 2.65 (3H, s), 6.83 (1H, s), 7.0 
7 (2H, t), 7.60 (2H, dd). 

[0 19 1] 
##M5 (1) 5 (6) 

##$13 (1) ~###H3 (5) , ##«l4-e^3-77^*;V#>Bfe^ 

[0 19 2] 

##^II5 (1) 

2-p<^;V-5- [4- (F'J7Wn^fjV) 7i-^] -3-7Df 
[ft 8 3] 



M*199-200°C; iH-NMR (CDC1 3 ) d 2.67 (3H, s), 7.02 (1H, s), 7.61 (2H, d 
), 7.72 (2H, d). 

[0 19 3] 
##M 5 (2) 

2-xf;v-5- [4- (>V7;vtn^f;v) 7x-^] - 3-7D^ 




COOH 



ffiff£# 2003-3083680 



#H 2003-185241 



129/ 



UtS 4] 




COOH 



if V^O^HzCHa 

M^186-187t:; 1H-NMR (CDC1 3 ) S 1.36 (3H, t), 3.14 (2H, q), 7.05 (1H, s 
), 7.65 (2H, d), 7.75 (2H, d). 

[0 19 4] 
###!)5 (3) 

2 — f V7°nkT;i/-5- [4- ( > V 7)V*u* *f-n,) 7i^iV] - 3 -7n| 
Mb 8 5] 



ill*187-188 c C; iH-NMR (CDCI3) S 1.38 (6H, d), 3.80-3.94 (1H, m), 7.04 ( 
1H, s), 7.65 (2H, d), 7.75 (2H, d). 
[0 19 5] 

#i#M5 (4) 

2-y^;v-5- [4- (f'J7Wn^f;v) -3-7ni 
[ft 8 6] 



M^172-174 t C ; iH-NMR (CDCI3) 8 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1 
.82 (2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 

[0 19 6] 
##M5 (5) 

2-^^-;v-5- [4- (h'j7;vtn>>^y) 7 jc •=./!/] -3-7Di 





COOH 



miE#2 003-3083680 



#® 2003-185241 



^-v: 130/ 



Mb 8 7] 



CF 3 0 




M*145-146t:; iH-NMR (CDCI3) d 2.70 (3H, s), 6.93 (1H, s), 7.24 (2H, d 
), 7.67 (2H, d). 

[0 19 7] 
###!I5 (6) 

5-7x^JV- 2 - (>'j7^*n^fA/) -3-7D| 
Mb 8 8] 



■MU71-1731C; !H-NMR (CDCI3) d 7.09 (1H, s), 7.37-77.48 (3H, m), 7.72 
(2H, d). 

[0 19 8] 

[5- (4-7;i/tD7x-;u) - 2 3 - 7V ;v] *?s—n/ 
Mb 8 9] 



TfcSUbV^AT^-^A (3. 6 7 g) h 9 H Kn 7 9 > (2 0 0m 
1) JKSifcK, zkitT\ 5- (4-7Wn7x-^) -2-^f;l/-3-7D 
(15. 1 g) eOT-h^ Kn75> (50ml) ?#i££?HTU 0 *C 
■C 1 B#F^tt#L^ 0 5CJSfS**?$- LT, 7jc ( 3 . 5ml), 15 %7fcIHbf- h V 
•7 (3. 5ml) , tK (8ml) ^H^ITLT, i^m^mitV 




COOH 




ttifE# 2003-3083680 



#M 2003-185241 



^-v: 131/ 



*LtzW£jm}*^**yyz } omM i iki.T, mmm (11. 9 g ) zzk&tLxn 

M*80-82t:; iH-NMR (CDCI3) 8 1.61 (1H, br s), 2.35 (3H, s), 4.50 (2H, 
s), 6.56 (1H, s), 7.05 (2H, t), 7.58 (2H, dd). 

[0 19 9] 
##$J6 (1) ~##M6 (1 4) 

##fiJ2, ###!I2 (1) ~##W2 (3) , ##^IJ3 (1) 3 (9 

) ^ 4 3 - ~7 9 > # ;^ *K t- <£ >9 > ##$J 6 IZTp-f 

[0200] 

##$J6 (1) 

[4- (4 -7;v^-n-7^ — )V) -2, 5-y^fJV77>-3-^;v] y^y 



^77^ iH-NMR (CDCI3) S 2.26 (3H, s), 2.33 (3H, s), 4.41 (2H 

, s), 7.10 (2H, t), 7.36 (2H, dd). 
[0 2 0 1] 

##M6 (2) 

[4- (4-7;^n7x-;i/) - 2 ->f y y'u 5 -y 7 3 - 
<Y;i/] y *y-;i/ 
Hfc9 1] 



H!6^72-73 < C ; iH-NMR (CDCI3) 8 1.31 (6H, d), 2.27 (3H, s), 3.02-3.23 (1H 
, m), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 



Ut9 0] 



F. 





ttiwE^ 2003-3083680 



#M 2003-185241 



^-v*: 132/ 



[0 2 0 2] 

##fU6 (3) 

[2-y^nA+y;V-4- (4-7Wn7x^) -5-^^;V7^^-3 
Wb9 2] 



M*137-138t:; iH-NMR (CDC1 3 ) 5 1.22-1.94 (10H, m), 2.26 (3H, s), 2.75 
(1H, tt), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 

[0 2 0 3] 
#f«6 (4) 

[4- (4-7WD7i-;l/) -5-^f;V-2-7i^77>-3-^V 

] 

Mb 9 3] 



M 0 ifl 

14^153-154^; iH-NMR (CDCI3) d 2.37 (3H, s), 4.57 (2H, s), 7.14 (2H, t 
), 7.29-7.49 (5H, m), 7.76 (2H, d). 

[0 2 0 4] 
#fM6 (5) 

1 2 5 - [4- ( h 7x-;v] -3-yvM * 

Kb 9 4] 



ii£90-91°C; iH-NMR (CDCI3) 5 2.37 (3H, s), 4.52 (2H, s), 6.74 (1H, s), 



F 






fcB!E# 2003-3083680 



mm 2003-185241 



^-v?: 133/ 



7.59 (2H, d), 7.68 (2H, d). 
[0 2 0 5] 

###!I6 (6) 

1 2 5 - [4- (HJ7Wn^f;i/) 7i-iP] -3-7'J^| ^ 
[lfc9 5] 



14^52-53 e C ; 1H-NMR (CDC1 3 ) 8 1.30 (3H, t), 1.41 (1H, br s), 2.74 (2H, 
q), 4.53 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 7.70 (2H, d). 

[0 2 0 6] 
###!I6 (7) 

|2--f V7°u\£)ls- 5- [4- ( b 1; y)V*u*3-)ls) 7x^^] -3-*7'J 
[4fc9 6] 



M^lOO-lOlt:; 1H-NMR (CDCI3) 8 1.33 (6H, d), 1.39 (1H, br s), 3.10-3.1 

9 (1H, m), 4.54 (2H, s), 6.74 (1H, s), 7.59 (2H, d), 7.69 (2H, d). 

[0 2 0 7] 
##M6 (8) 

|2-y^;v-5- [4- (h 7 fritu 7xx;i/] -3-7'j;H ^ 

Mb 9 7] 



M.&74-75T;; 1H-NMR (CDCI3) 8 0.95 (3H, t), 1.33-1.45 (3H, m), 1.63-1.7 





OH 




ttiSE# 2003-3083680 



#K 2003-185241 



^-v! 134/ 



3 (2H, m), 2.71 (2H, t), 4.52 (2H, s), 6.76 (1H, s), 7.59 (2H, d), 7.69 
(2H, d). 

[0 2 0 8] 
##$16 (9) 

12 -p^W- 5 - [4- (h V -7)V*U* f^fy) 7x^;V] 

y ? y - ;v 

[ft 9 8 ] 




M*53-55°C; iH-NMR (CDC1 3 ) 5 1.41 (1H, br t), 2.37 (3H, s), 4.52 (2H, 
d), 6.64 (1H, s), 7.20 (2H, d), 7.63 (2H, d). 

[0 2 0 9] 
##M6 (1 0) 

[5-7x-jl/-2- (hV7;i/tn^f;v) -3-7'J;v] y^y-;v 
[ft 9 9] 

f^^O CF?3 

H*57-58t:; 1H-NMR (CDCI3) a 1.71 (1H, t), 4.73 (2H, d), 6.82 (1H, s), 
7.32-7.44 (3H, m), 7.69 (2H, d). 
[0 2 10] 
###J 6(11) 

[5- (3-^K->7x-;v) -2-^f;v-3-7'J^] y*y-;v 

[ftl 0 0] 

/-OH 

Hu561-62'C; 1H-NMR (CDCI3) 8 1.43 (1H, t), 2.37 (3H, s), 3.85 (3H, s), 

4.51 (2H, d), 6.64 (1H, s), 6.79 (1H, ddd), 7.15-7.32 (3H, m). 



ffiliE# 2003-3083680 



#M 2003-185241 



^-v I 135/ 



[0 2 11] 

#fM6 (1 2) 

|2-^f-;i/-5- [3- (f'j7;vtn^fji/) 7x^^] -3-7'j;W ^ 
iiti o 1] 



HfcjfiC39-41t;; iH-NMR (CDC1 3 ) <? 1.43 (1H, t), 2.38 (3H, s), 4.53 (2H, d), 
6.73 (1H, s), 7.46 (2H, d), 7.77 (1H, t), 7.86 (1H, s). 
[0 2 12] 
6(13) 

[2 - 5 - (3 F^y7i-^) -3-7'J^] 
[IU0 2] 



Sl£66-67°C; iH-NMR (CDCI3) £ 1.29 (3H, t),.1.38 (1H, t), 2.73 (2H, q), 

3.85 (3H, s), 4.52 (2H, d), 6.63 (1H, s), 6.79 (1H, ddd), 7.17-7.32 (3H 
, m). 

[0 2 13] 

###0 6 (1 4) 

[5- (4-^nn7i-^) -2-^f;v-3-7 1 J;i'] *9S-n> 
Hfc 1 0 3 ] 



Si*129-130°C ; iH-NMR (CDCI3) 8 2.35 (3H, s), 4.50 (2H, s), 6.62 (1H, 
s), 7.31 (2H, d), 7.53 (2H, d). 

[0 2 14] 
##M7 

2 5 - [4- ( h 1; ^l/^EM^) 7jl — )V] -3-7)VT)VT\z 






ffilE# 2003-3083680 



#M 2003-185241 



s<--J I 136/ 



Mfcl 0 4] 




\2-^)V- 5 - [4- (F^^n^fjV) -3-7';;H 
(4. 7 7g) i5iD f ^14ZlM'fb^>^> (2 5g) (5 
0ml) ^irfyxf^x-r;v (10ml) ^tr^S^T— H£}f #L*r 0 ^ 

f:a»^y 'j 7 n y ^ 7 ^ - i:tsit (^**r> -.mm. 

^)V=6 : 1) , Blft^ (3. 2 1 g) Zmfot U#f; 0 

Hl£95-96°C; !H-NMR (CDCI3) S 1.42 (3H, t), 3.07 (2H, q), 7.03 (1H, s), 
7.65 (2H, d), 7.75 (2H, d), 9.98 (1H, s). 

[0 2 1 5] 
#f«7 (1) ~###IJ7 (3) 

###16 (5) , ##M6 (8) , #f « 6 3 - 7 ;v ^ ^ y - f 

##M 7 K^-f PMtiK LT, OTfc^1Mb£&£#;fco 
[0 2 16] 
#f«7 (1) 

2-^^;v-5- [4- ( h y y )VJru 7x-jv] - 3 -7 )VT)V7*yz 
K 

[ft 1 0 5 ] 



Bt^C106-107'C; iH-NMR (CDCI3) 5 2.69 (3H, s), 7.02 (1H, s), 7.63 (2H, d 
), 7.74 (2H, d), 9.96 (1H, s). 
[0 2 17] 




£UfiE# 2003-3083680 



&g 2003-185241 



^-vl 137/ 



##M7 (2) 

2-7*^^-5- [4- (h'j7;vto>f;v) 7i-^] -Z-DVT^Tt 
V 

m 1 0 6 ] 



iH-NMR (CDCI3) £ 0.98 (3H, t), 1.38-1.51 (2H, m), 1.75-1.85 (2H 
, m), 3.04 (2H, t), 7.03 (1H, s), 7.65 (2H, d), 7.75 (2H, d), 9.97 (1H, 
s). 

[0 2 18] 

##f«7 (3) 

5- (4-7Wn7x-Jk) — 2 — 3 -7^7^7*1; K 

Utl 0 7] 



Mi*60-61 t C; iH-NMR (CDCI3) a 2.66 (3H, s), 6.84 (1H, s), 7.09 (2H, t), 
7.62 (2H, dd), 9.96 (1H, s). 
[0 2 19] 
##M8 

(2E) -3- |2-^.^;V-5- [4- ( h !; -7;v^-n^^;v) 7 - 
3-"7'J;i/[ T? V frflfc^fr 
[Itl 0 8] 



v^;w-f^*ygfc^^;v (3. 0 2 g) <DY)V^> (3 0ml) 
tK^T, 6 0 %7jtSt'ft^ h i; y AOWM^y 7 4 ( 0 . 5 4 g) ^Sp£ 





CHO 



v O Me 




eooa 



£BiE# 2003-3083680 



2003-185241 



^-v! 138/ 



7 - 3-7;V7;Vft K (3. 0 1 g) Of^x> (30ml) 



: s^i^;i/= is: 1H9: l) , m®m (3. 4 8 g) zmfat LXWtz 



»^82-83'C; !H-NMR (CDCI3) $ 1.33 (3H, t), 1.34 (3H, t), 2.85 (2H, q), 
4.26 (2H, q), 6.14 (1H, d), 6.85 (1H, s), 7.57 (1H, d), 7.62 (2H, d), 7 
.73 (2H, d). 

[0 2 2 0] 
###18 (1) , ###J8 (2) 
###17 (1) , ###17 (2) -e#^3-7^7m FliftJ: *9 > ## 

[0 2 2 1] 

###18 (1) 

(2E) -3- |2 5 - [4- (f'J7^n>f;V) 7 - 

Uhl 0 9] 



Hl*78-79t:; 1H-NMR (CDCI3) a 1.33 (3H, t), 2.48 (3H, s), 4.26 (2H, q), 
6.14 (1H, d), 6.84 (1H, s), 7.55 (1H, d), 7.62 (2H, d), 7.73 (2H, d). 
[0 2 2 2] 
###18 (2) 

(2E) -3- 12-^^-5- [4- (h V 7)V^U^^)]/) 7 ^~)l>~\ - 
3-7VM T?V ;v 



— y-)vx 2 m 




COOB 



miH# 2003-3083680 



!$m 2003-185241 



^-v: 139/ 



Mfci 1 o] 




COOEt 



ffiVt%dl iH-NMR (CDC1 3 ) d 0.96 (3H, t), 1.28-1.50 (2H, m), 1.34 (3H, t), 
1.64-1.79 (2H, m), 2.82 (2H, t), 4.26 (2H, q), 6.15 (1H, d), 6.86 (1H, 
s), 7.57 (1H, d), 7.63 (2H, d), 7.74 (2H, d). 
[0 2 2 3] 

3- I 2 5 - [4- ( h V 7 )V Jr u * ^- jv) -7^—^] -3-7V)^ 

Hblll] 



(2E) -3- \2-^)V-5- [4- ( h 'J 7)V*u 7 z--)\<] 

-3-7VM T?V)l>W.^fl' (3. 30g) <DY)V^-y (30ml) , 

(5ml) ilBnnpJ^ (f']7x^;V*X7r/) nv^A (I 

) (0. 4 5 g) ^ihtt, mm-?— mfcmmnLfzo Kmrn^mm 

£ MfiE^* U # <b *i£*fl£j&# £ v V fJ Yfr 1j 7 A * n v h 7 7 7 -f - £ Tit 

»t (^^MJ-v :ft»j.^=9 : lK B Wife (3. 3 1 g) ^itiitLt 

iH-NMR (CDCI3) <J 1.25 (3H, t), 1.27 (3H, t), 2.50-2.76 (6H, m), 4.14 (2 
H, q), 6.59 (1H, s), 7.58 (2H, d), 7.68 (2H, d). 

[0 2 2 4] 
##19 (1) . #f«9 (2) 
###U 8(1), 8 ( 2 ) f#^;7^ 'J ;H*^f-*SNMfc £ «9 > 




COOEt 



EBSE#2 003-3083680 



mm. 2003-185241 



^-v: 140/ 



[0 2 2 5] 

##M9 (1) 

3- |2 -**f-)V— 5 - [4- (hV7Wn^f^) 7x-;i/] - Z-y^))V 
Kb 1 1 2 ] 



1H-NMR (CDC1 3 ) 8 1.26 (3H, t), 2.31 (3H, s), 2.53 (2H, t), 2.69 (2H, t) 
, 4.13 (2H, q), 6.57 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 

[0 2 2 6] 
##M9 (2) 

3- |2-y^;v-5- [4- (h'j7^n>f^) 7^-)l<~] -3--7D;V 
Wk 1 1 3 ] 



mmi\ iH-NMR (CDCI3) a 0.95 (3H, t), 1.25 (3H, t), 1.32-1.45 (2H, m), 

1.60-1.70 (2H, m), 2.54 (2H, t), 2.65 (2H, t), 2.71 (2H, t), 4.14 (2H, 
q), 6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 
[0 2 2 7] 
1 0 

3- j 2 5 - [4- ( h V 7;i^n^;i/) 7i-;i/] _ 3 _-7ij;v 




COOEt 




COOEt 



fctJSE# 2003-3083680 



#M 2003-185241 



^-v: 141/ 



Utl 1 4] 




COOH 



3- | 2 5 - [4- (f'j7;vtn^f;l/) 7.x^;v] -3 -"7 'J 

;u| /nkftvixfjv (o. 5 4 0 g) <7).**/-;v (3ml) , f h 7 b K 
°77> (5ml) *#$[^ lmfefc^b^HJ^ATK^ (3. 2ml) 

0. 4 1 3 g) LT#fCo 

i6,594-95°C; iH-NMR (CDC1 3 ) 8 1.26 (3H, t), 2.59-2.75 (6H, ra), 6.59 (1H 
, s), 7.57 (2H, d), 7.67 (2H, d). 
[0 2 2 8] 

mmmi 0(1), ###ui 0 (2) 
##®i9 (1) , #ti9 (2) ^ntz-fu^^ym^^mm^i. *K ## 

Ml 0tc^i-^^|Wi^^LT, MTtZTF-tlt^Zmzo 

[0 2 2 9] 
##M 10(1) 

3- \2 5 - [4- (1> 'j 7;i/^-n^^-;i/) :7^~;v] -3-7';;v 

m 1 1 5 1 



S& "5112-1 13°C; iH-NMR (CDCI3) 8 2.31 (3H, s), 2.58-2.63 (2H, m), 2.69-2 
.74 (2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

[0 2 3 0] 
##®J 10(2) 




miE# 2003-3083680 



mm 2003-185241 



^-S>: 142/ 



3- \2-f^)V- 5 - [4- (f'J7WD^f;l/) 7x^;H 

Mb l i 6 ] 



Hl£79-80T;; iH-NMR (CDC1 3 ) 8 0.94 (3H, t), 1.32-1.44 (2H, m), 1.60-1.7 
0 (2H, m), 2.59-2.75 (6H, m), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 
[0 2 3 1] 
1 1 

3- I 2 5 - [4- (f'j7WD^f;l/) 7i-^] -3--7';^ 

Mbi 1 7] 



TK^b'J-f-^AT^^^-^A (0. 4 6 g) Of h7fcKn77> (5 0ml 
) Jl^ite, 7K<^T> 3- l2-^c^;v-5- [4- (fj7;vtn^f^) -7 
_3_-7i; ;V/ ( -/ n Zs^^ji, (2. 7 6 g) <0f f5tK075 
> (3 0ml) #jfc«rj*TU liSt? 1 R*W«#Lfc 0 KJe****LT, tJc ( 
0.- 5ml) , 1 5%fcmti-hVVA&m®. (0. 5ml),* (1. 5ml 

Kt>:S|xf;p=6 : i^e>3 : 1) > umm 

(1. 6 4 g) SrM^WfcLTWfco 
iH-NMR (CDCI3) S 1.27 (3H, t), 1.31 (1H, br s), 1.76-1.89 (2H, m), 2.48 

(2H, t), 2.67 (2H, q), 3.70 (2H, t), 6.60 (1H, s), 7.58 (2H, d), 7.69 ( 
2H. d). 





mfflft 2003-3083680 



#M 2003-185241 



^-v! 143/ 



[0 2 3 2] 

###!) 1 1(1). ##M1 1 (2) 

###19 (1) , ###0 9 (2) T?ftti7u}£*>m^?-fi'WtmfcZ *). ## 
Ml 1^-r^t^^LT, PXFKTsz-tft&Qji&fco 

[0 2 3 3] 
###l 11(1) 

3- |2-^^;v-5- [4- (h'j7^tn>f^) -7^~;i/| — 3— 
Hfci l 8] 



flMKW; !H-NMR (CDC1 3 ) * 1.77-1.86 (2H, m), 2.30 (3H, s), 2.47 (2H, t), 
3.68 (2H, t), 6.57 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 
[0 2 3 4] 
###91 1 (2) 

3- \2-y'f-)V- 5 - [4- (>V7;vtn^f;v) 7x-;v] -3-7'^ 
Mbl 1 9] 



ftfrtflfe; !H-NMR (CDCI3) 5 0.95 (3H, t), 1.27 (1H, br,s), 1.32-1.45 (2H, 
m), 1.61-1.71 (2H, m), 1.78-1.87 (2H, m), 2.48 (2H, t), 2.64 (2H, t), 3. 
69 (2H, br t), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

[0 2 3 5] 
###!! 1 2 

1 2 -ff-)v- 5 - [4- (I«U7Wd^^) 7x-jv] -3-7';;M 1£ 

SI 




OH 




OH 



mtE# 2003-3083680 



mm 2003-185241 



s<-P : 144/ 



Wfcl 2 0] 




1) 1 2-ff-)V- 5 - [4- ( h 'J -7;v^-n^^;v) 7x-;i/] — 3 — "7 V 
M tZS-fr (1. 4 8 g) ©7f7tKn77>ii (10 0ml) tCT-t 
F>y7>tF'J> ( 0 . 80ml), f'jyf;V*^7^ (2. 89ml) 
fcjllx., *&K1, 1' - (77*^*;^*-^) vfc?^Vv> (2. 92g) £ 

■7^- (^-^ : n / fW.^^= l o : l frto 5 : l ) tiSL, |2-^^-;v 
-5- [4- (h'J7;vtn^f;v) 7x-;i/] -3-7'J^| 
(1. 7 6g) fcflrtttfcfcLTftfco 
iH-NMR (CDC1 3 ) S 2.37 (3H, s), 3.50 (2H, s), 6.70 (1H, s), 7.61 (2H, d) 
, 7.70 (2H, d). 

2) |2-^;V-5- [4- (HJ7Jl/tn^fjV) 7x-;l^] -3-"7>; 

( 1 . 7 6 g) *>.x* / ( 1 0 m 1 ) K 8 &5e*& 

^hV7A (1 omi) *m^xmmfmm\-,tz 0 m&wrfc. wmxm 

A^n7>^7^- : *SB^;v=i : 1) f»IL, Bift^ (0 

. 6 8 g) Zffigkt Ltftfc, 

iil*123-125 , C; iH-NMR (CDCI3) * 2.34 (3H, s), 3.45 (2H, s), 6.70 (1H, s 
), 7.58 (2H, d), 7.68 (2H, d). 

[0 2 3 6] 
##08 12(1) 

[5- (4 -7;i/tn7x- )V) -2-*3-)P-3-7V SEM 



fctlfiE# 2003-3083680 



<&m 2003-185241 



^-5>: 145/ 



Mti 2 i] 




##f!l6-e#7t [5- (4-7Wn?x^V) -2-^f;i/-3-7V;V] 

B!jSl07-108t;; iH-NMR (CDC1 3 ) S 2.31 (3H, s), 3.43 (2H, s), 6.50 (1H, s 
), 7.03 (2H, t), 7.56 (2H, dd). 

[0 2 3 7] 
###J 1 3 

2- |2-^;i/-5- [4- (f'j7^n^f;i/) 7x-^] -3-7'; ;V 
[ftl2 2] 



Tfc^ffcV^AT^-^A (0. lOg) (7)rf7HFD77>f« (5 
ml) £7k*£U |2-^^;i/-5- [4- (MJ7;vin^f^) y^—)W] 
-3-~7VM WfM (0. 4 3 g) <7)t h 9 t FD75>#jt (5ml) fciftT 
LT**T-C3 0^ Mt?ll^ma#Lfco RJC£»Tfife. * (0. lml) . 
1 5 %7}mfci- hV7A (0. 1 m 1 ) , tK ( 0 . 3ml) fcUKflPx., Mfflt? 
3 OaUK^tfco ^ffiLfcfNISr^iSU fh7tKn77m<^U; 0 

^•^;v=5 : : 1) -efifjRu §tt<fe (o. 2 8 g) ^ittiLt 

iH-NMR (CDCI3) a 2.33 (3H, s), 2.64 (2H, t), 3.81 (2H, t), 6.63 (1H, s) 
, 7.58 (2H, d), 7.68 (2H, d). 
[0 2 3 8] 
13(1) 

2- [5- (4-7^tD7x^jl/) -2-J^)V-3-7Vfr] JL?y-)V 




miE# 2003-3083680 



#M 2003-185241 



^-vl 146/ 



lit 1 2 3 ] 



Me 



OH 



##M 1 2 (l) -e#7t [5- (4-7Wo7i-;i') -2-^^-;v-3- 

M,£52-53T;; iH-NMR (CDC1 3 ) 5 1.46 (1H, br s), 2.31 (3H, s), 2.63 (2H, 
t), 3.79 (2H, br q), 6.44 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 
[0 2 3 9] 
1 4 

1- [5- (4-7Wn7x-^) -2-^^-;v-3-'7 1 ;^] ^ 7 — ^ 
[Itl 2 4] 



5- (4-7Wn7x^jv) -2-^f;i'-3-7;v7;i'fi; K (2. 5 4 
g) (^)7h7t:Kn77> (4 0ral) «Ht>f JW^v^AT'd? 
KOff7tKa77«(18. 7ml) £—78 'C'Cfl^T L> £Lj£f&£^ 

:^m^^=3 : 1) , ^^^v^^^^bL-c. mm (2. 4 3 

g) LT#/Co 

il^50-52°C; iH-NMR (CDCI3) 1.48 (3H, d), 1.60 (1H, d), 2.35 (3H, s), 
4.85 (1H, dq), 6.57 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 

[0 2 4 0] 
##M 14(1) 

1- [5- (4-7Ho7x^) -2-^^;v-3--7';;v] ~7* ? y - \ - 

t — 




miE#2 003-3083680 



2003-185241 



147/ 



[ftl 2 5] 




5- (4-7)Vtn7x^) -2-^f;i'-3-7;i'7;V7 ? i:Ft7 , nki;i/ 

ife^73-74t:; iH-NMR (CDC1 3 ) 5 0.94 (3H, t), 1.26-1.47 (2H, m), 1.59 (1H 
, d), 1.62-1.72 (1H, m), 1.77-1.87 (1H, m), 2.34 (3H, s), 4.62 (1H, dt), 
6.54 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 
[0 2 4 1 ] 
##08 1 5 

3- I [5- (4 - 7)ls*W7 -2-^f;V-3-7D^;V] 7 5 7| 

[ft 1 2 6 ] 



5- (4-7Mn7x-JV) -2-^f^-3-7ni (4. 4 7 g) £N 
, N-yVW;VA7U' (2i) «f b7tKo77> (5 0ml) 
, ttft*3MfV>l/ (3. 5 4ml) fcMirCiSTU 0. 5B#W«#Lfco 

j&#Bii^ o. 6 9g) tmmfrmi-hwj* (3. 4i g ) ^f^k 

n77> (5 0ml) 4>T}f#U ±«@Mfh7t Fn77> (5 0m 

OJSfiftLT, BMW (7. 3 9 

g) ^ar#fe 0 

M*171-172°C; iH-NMR (CDCI3) a 1.40 (3H, t), 2.70 (3H, s), 4.38 (2H, q 




fcBfiE# 2003-3083680 



&m 2003-185241 



^-v? : 148/ 



), 6.72 (1H, s), 7.10 (2H, t), 7.44 (1H, t), 7.59-7.66 (3H, m), 7.81 (1H 
, td), 8.02-8.06 (2H, m). 

[0 2 4 2] 
##M 15(1) 

3- ( 1 2 -**f-)V- 5 - [4- ( h V 7 )V*u y^—fr] -3-7n 

[ttl 2 7] 



#ff 5 (l) -e#£ 2 -y^;i/- 5 - [4- 7x^ 
;v] -3-7n^J:J9> ##M 1 5 ^l^'ft £: IWc LTglft«*#*:o 
M*161-162 t C; 1H-NMR (CDC1 3 ) 1.39 (3H, t), 2.73 (3H, s), 4.38 (2H, q 
), 6.92 (1H, s), 7.40-7.48 (1H, m), 7.64-7.72 (3H, m), 7.77-7.84 (3H, m) 
, 8.02-8.07 (2H, m). 

[0 2 4 3] 
##M 1 6 

3- |N- [5- (4-7WD7x-;i/) -2-^f;l/-3-7n^f;l/] — N 
Mtl 2 8] 



3- IN- [5- (4-7WD7i^) -2-^f;l/-3-70^f;l/] T 
5>M Slflif^ (1. 0 7 g) £N, N-yVWJl/A7H' (5ml 
) & <£ Z/x h 7 ^ Kn "7 7 > (5ml) Kfefr U MUX 6 0 %7KMbT- h V V 

^(DmMi'^v 4 ymm^ (o. i3g) £jnx.> -eotto. 5B#p H ^t3$L£ 
o m&m^B^ik*?-* (0. 3 6mi) £^&-e#n;U foii-i|i#t7t 





aiSE# 2003-3083680 



#M 2003-185241 



^-v: 149/ 



vf^77 4-\zxmMLx (^^-y\mm^^=e : ifrt>2 : 1) N i 

WW (1. 1 8 g) «»J:Lti/;o 

1H-NMR (CDC1 3 ) a 1.39 (3H, t), 2.47 (3H, s), 3.47 (3H, s), 4.38 (2H, q) 
, 5.69 (1H, s), 6.98 (2H, t), 7.26-7.44 (4H, m), 7.89-7.97 (2H, m). 

[0 2 4 4] 
##M 16(1) ~###IJ 16 ( 3 ) 

3- IN- [5- (4-7HD7x^) -2-^f^-3-7n^;l/] 7 

[0 2 4 5] 

##0fl 16(1) 

3- IN- [5- (4-7^tD7x-;i/) -2-^f;V-3-7D^f;V] -N 
[it 1 2 9 ] 



1*^119-120^; 1H-NMR (CDCI3) £ 0.94 (3H, t), 1.39 (3H, t), 1.55-1.70 ( 
2H, m), 2.47 (3H, s), 3.86 (2H, t), 4.38 (2H, q), 5.63 (1H, s), 6.97 (2H 
, t), 7.27-7.34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1H, td). 

[0 2 4 6] 
###U 16 ( 2 ) 

3- |N- [5- (4-7iVtn7x-;i') - 2 - * 3 - 7 n j ;v] -N 




ffiIE#2 003-3083680 



!&m 2003-185241 ^--Z> : 150/ 

Utl 3 0] 




Me 



flM#&; iH-NMR (CDC1 3 ) $ 0.86 (3H, t), 1.22-1.35 (8H, m), 1.39 (3H, t)/ 

1,53-1.66 (2H, m), 2.47 (3H, s), 3.87 (2H, t), 4.38 (2H, q), 5.63 (1H, 
s), 6.97 (2H, t), 7.27-7.34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1 
H, td). 

[0 2 4 7] 

16 ( 3 ) 

3- |N-^>v;l/-N- [5- (4-7Wn7x-;i/) -2-^^-3- 
[ftl3 1] 




!H-NMR (CDCI3) 5 1.36 (3H, t), 2.52 (3H, s), 4.34 (2H, q). 5.11 
(2H, s), 5.63 (1H, s), 6.97 (2H, t), 7.10-7.16 (1H, m), 7.23-7.37 (8H, 
m), 7.81 (1H, t), 7.90 (1H, td). 
[0 2 4 8] 
1 7 

5- (4-7^D7x-ik) — N— [3- (fc KD^ri/^f;V) ~7 x. — )V~\ - 
Ut 1 3 2 ] 

0 CH3 

tBliE# 2003-3083680 



#M 2003-185241 



^-v: 151/ 



3- I [5- (4 -7Wn7x-JV) -2-^f;i/-3-7D^f;l/] 

} (i. o i g) . jmik*vmi- h *a (o. 5 2 g ) £x 

f7tKn77> (3 0ml) tp~?MWL%&b, lfit^^7-;V (3ml) 

: I^^j.^^= 3 : 1^p>1 : 2) > y^vyntfji/x-f^-Aipty 
i ^JHtLT, Blfttf (0. 7 2 g) ZffiMitLTntZo 
11>*163-164 < C; iH-NMR (CDCl 3 -DMS0-d 6 ) d 2.70 (3H, s), 3.51 (1H, t), 4.6 
8 (2H, d), 7.01-7.14 (4H, m), 7.32 (1H, t), 7.60-7.69 (4H, m), 8.56 (1H, 
br s). 

[0 2 4 9] 

mmmi 7(1) ~##mi 7 (5) 

#fil 6. ###IJ1 6 (1) ~##^IJ1 6 (3) . ##M1 5 (1) 

[0 2 5 0] 

17(1) 

5- (4 -7)V*U7 -N- [3- (t: Kn *-s*l-)V) y x^;i/] - 

N, 2-y^f;v-3-7;l'7 5 K 
Mtl 3 3] 



tmm\ X H-NMR (CDCI3) a 1.76 (1H, t), 2.49 (3H, s), 3.45 (3H, s), 4.69 

(2H, d), 5.64 (1H, s), 6.97 (2H, t), 7.09 (1H, td), 7.21 (1H, s), 7.24- 
7.38 (4H, m). 

[0 2 5 1] 




tBfI# 2003-3083680 



#M 2003-185241 



^-v: 152/ 



###Jl 7 (2) 

5- (4-7Wn7x-JV) -N- [3- (tKn + y^f;v) 7*— /l/] - 
2 - ^ ^-N- -7*n tf;v- 3 --7;vy^ K 
[ftl 3 4] 



Bu£ll6-117r; iH-NMR (CDCI3) a 0.93 (3H, t), 1.56-1.77 (3H, m), 2.49 ( 
3H, s), 3.82 (2H, t), 4.69 (2H, d), 5.58 (1H, s), 6.97 (2H, t), 7.08 (1H 
, td), 7.18 (1H, s), 7.26-7.38 (4H, m). 

[0 2 5 2] 
m%mi 7 (3) 

5- (4 -7 )Vjruy -N-^y^v-N- [3- (tKD^y^f^ 

) 7x^] -2-^f;i/-3-7;v75K 
[ftl 3 5] 



ltt^89-91t;; 1H-NMR (CDCI3) 8 0.86 (3H, t), 1.21-1.33 (10H, m), 1.55-1. 
70 (3H, m), 2.49 (3H, s), 3.85 (2H, t), 4.69 (2H, d), 5.58 (1H, s), 6.97 
(2H, t), 7.07 (1H, d), 7.18 (1H, s), 7.26-7.38 (4H, m). 
[0 2 5 3] 
##M1 7 (4) 

N-^>v;i/-5- (4-7WD7i^) -N- [3- (tFn^y^fJl/ 
) 7x^;v] -2-^f;v-3-7;i'7^ K 





tf}!E# 2003-3083680 



mm 2003-185241 



^-v: 153/ 



Kfcl 3 6] 




WVm\ *H-NMR (CDC1 3 ) a 1.65 (1H, t), 2.53 (3H, s), 4.61 (2H, d), 5.08 

(2H, s), 5.59 (1H, s), 6.92-7.02 (3H, m), 7.06 (1H, s), 7.23-7.34 (9H, 
m) . 

[0 2 5 4] 

##M1 7 (5) 

N- [3- (tKn^y^f^) 7x-;V] -2-^^;V-5- [4- (f'j7 
;i/tn^f;i/) 7x^;v] -3-7;V7^ K 
I-fbl 3 7] 



i^il73-174t; 1H-NMR (CDCI3) d 2.72 (3H, s), 4.71 (2H, d), 6.89 (1H, s 
), 7.14 (1H, d), 7.31-7.39 (1H, m), 7.50 (2H, d), 7.62-7.66 (3H, m), 7.7 
5 (2H, d). 

[0 2 5 5] 

1 8 

N— (3-*^5;V7x-;i/) - 2 — t^-fr— 5 - [4- (f'J7Wn^f;v 
) 7x-;v] -3-7^7U' 
Utl 3 8] 



N— [3- (tKD#v>f;v) y^=.)V] - 2 5- [4- ( M> 

(10ml) t3ZlMb^>^> (3. Og) &;bnx-> M^2B#raw 





ffiSE# 2003-3083680 
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^-v : 154/ 



Lfz 0 ^hK^mt^y-ffy (i. o g ) ^snx., iB#r B m#L7to 

(0. 7 6 g) ^atHfco 
M*183-184r; 1H-NMR (CDC1 3 ) S 2.75 (3H, s), 6.93 (1H, s), 7.50-7.68 ( 
5H, m), 7.77 (2H, d), 7.98 (1H, d), 8.11 (1H, s), 10.02 (1H, s). 
[0 2 5 6] 
1 9 

3- (HKn^y^fiV) 7xxjV*ji/;^>it e r t-7f;i/ 
Hfcl 3 9] 



3-7 5y^^y>7;V3-;v (10. 9 g) . b'Jif^rr/ (2 4. 6 
ml), ~J^^- t e r t -?*f-fr (2 1. 2 g) ^tf7tFn77> (1 
0 0ml) *T'3B|f4MllL/v:o at&««r^fijc^ tt&£ttEE& 
£Lfz 0 #f> ti/c^f y 'J * 7 A ^ n y f 7*7 7 - {: tit IT ( 
^•**ry :mw.^)is=& : 1j&»&3 : lK §W» (15. 0 g) 

iH-NMR (CDCI3) 5 1.51 (9H, s), 1.96 (1H, br t), 4.65 (2H, d), 6.55 (1H, 

br s), 7.01-7.05 (1H, m), 7.18-7.31 (2H, m), 7.43 (1H, s). 
[0 2 5 7] 
2 0 

( 13- [ (t e r t —f Y *i/1l)V#~)V) 757] ^-Hc) WfM*- 
lit 1 4 0 ] 



3- (tFn^y7f;H 7i-;V*;M§^t e r t-T*^ (4. 9 4 
g) „ fijxf^rry (4. 6 3ml) OffNK^^^ (50ml) * 




H 
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^-v : 155/ 



*frT, ^^H^n'JK (3. 04g) Off:®^^ (20ml) m& 

^^^^tLT#7t 0 i«!|^tf7tKn77> (3 0ml) &Cy#^L 
, iiUC*-*^ (2. 9 3g) fcl, 8-y7ft*y?n [5 

. 4. 0] -7--7>TMr> (3. 71ml) >7liKn77> (30ml 

^Bfc*C*^hV^A7K»»L-e2lHl«fe^ Ifefcffigfc^ 

v h ^7 7^i:tilLt (^s^-9-> : REStxf-/w= 15 : : l) , 

Sfttt (6. 7 5g) *H#fcLTWfco 

gil£75-76 , C; iH-NMR (CDC1 3 ) 8 1.29 (3H, t), 1.51 (9H, s), 3.07 (2H, s), 
3.79 (2H, s), 4.18 (2H, q), 6.47 (1H, br s), 6.97-7.03 (1H, m), 7.23-7. 
30 (2H, m), 7.36 (1H, s). 

[0 2 5 8] 
##M2 1 

[it 1 4 1 ] 



( |3- [ (t e r t - "7* h 3r v 7J ;i/^;v) T^y] ^>v;M f-^-) 1^ 
(6. 5 7g) (3 0ml) ifiFifcfc, &i£fc&<0 4 

Wit (3 0ml) «rmSt?JD£. 6 0*Ct?0. 5l»t^I^ 

(4. 9 4 g) fciBMIi: UUfco 
KU&112-114X;; iH-NMR (CD3OD) d 1.27 (3H, t), 3.13 (2H, s), 3.90 (2H, s 
), 4.14 (2H, q), 7.28-7.34 (1H, m), 7.42-7.52 (3H, m). 
[0 2 5 9] 




COOEt 



tlJlE# 2003-3083680 
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^-v: 156/ 



2 2 

3- f^ry^ f^ry) ^V^T^f t K 
Hfcl 4 2] 



H 3 CO 




CHO 



3-fc Kn^v^>XT;VT*H K (1 3. 0 g) (DrYvt Kn77> (1 5 
0ml) mWLK, ?X^T. 6 0 %7jc^-fk^- h >; * AOflEfii^ 7 >r >fSM% (4 
. 6 8 g) *Mx.> 1 5ftmW,WLfz 0 Z.tiK>ruu*<f-)V*^)\,au~y-)\, (1 

0. 3 g) zimTMz., m^-mmwLtzo %j&m*ykiz&g, mst^ji> 

:mm^)v=i 5 : ifrhs : 1) , gfiSjtJ (1 6. 4 g) 

1H-NMR (CDCI3) a 3.49 (3H, s), 5.23 (2H, s), 7.27-7.31 (1H, m), 7.45 (1 
H, t), 7.50-7.54 (2H, m), 9.97 (1H, s). 

[0 2 6 0] 
###U 2 3 

3- h^rv^ h3r-» ^>y;i/7;V3-;V 

[flu 43] 



3- h^ry^ h*is) ^>X7;Vft K (16. 4 g) <D*9 S-JU (1 
0 0ml) igifcfc^ 7jc<^T> limit* Vm-t VVVA (3. 7 4 g) KM 

^ia-e— %i«#L7to £ m.]±mm l tz^ 7ja~&g\ ssif^t2 

$U *«tfcWE#*LT, Umm (15. 7 g) ^it»tlt#^ 0 
iH-NMR (CDCI3) S 1.75 (1H, br s), 3.48 (3H, s), 4.67 (2H, s), 5.18 (2H, 
s), 6.94-7.06 (3H, m), 7.28 (1H, t). 
[0 2 6 1] 
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##^1J 2 4 
mi 4 4] 




3- f^rv^ b+y) ^>y>7;V3-;v (15. 7 g) . M;:n^-;l/T 
5 y (19. 5ml) (1 50ml) mWLK. tR^T\ p« * >-^A- 

*>f^n'jF (12. 8g) (DWm^fr (50ml) il^iTL, ^r<Dt 

to. 5mmm&Lfz 0 tkCfzik^zmML, mm.^^mmLfz 0 mh^tz 

#tc 0 u«»^ff7tKn77> (5 0ml) Ki§7>U itU^*^ 
n-;!^-*-^ (12. 3 g) fcl, [5. 4. 0] -7- 

>7 >T*-b V (15. 3ml) *7b?l:KD75> (30ml) "t»t? 0 . 5 B#F^ 

JStMTKit ^ h V >7 A7jcv#?S-e 2 n^^-> mimwc? v •? a -cfgft, 

v';#v-*;i/£®U ^*MJ±^*LT. (2 5. 3 g) MIltLT 

1H-NMR (CDCI3) a 1.29 (3H, t), 3.09 (2H, s), 3.48 (3H, s), 3.80 (2H, s) 
, 4.19 (2H, q), 5.18 (2H, s), 6.91-7.02 (3H, m), 7.24 (1H, t). 
[0 2 6 2] 
2 5 

[ (3 -fc Ko^y^V^) 

Hki 4 5] 



I [3- Uh^y^Ky) (14. 5 g) <£> 

x^-^(ioomi) mm^ mMM domi) Jtm^n*-, *<d-£$ 
1 ummwhtzo m&wvmmzmE.^v, nh^tz^mm^^^^f^^ 
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(12. 3 g) zmimtLxntzo 

iH-NMR (CDC1 3 ) d 1.29 (3H, t), 3.08 (2H, s), 3.78 (2H, s), 4.18 (2H, q) 
, 5.12 (1H, br s), 6.74 (1H, dd), 6.84 (1H, s), 6.89 (1H, d), 7.19 (1H, 
t). 

[0 2 6 3] 

2 6 

Htl 4 6] 



3 -fc Kn^y^Vy;V7;V3-;V (23. 8 g) Of >7tKn79> (1 
0 0ml) ^tC, 7X<tT> 1, 8-v^T^flfy^n [5. 4. 0] - 7 - -7 > 
f-t > (2 9. 2 g) £ijn£, 0. 5B$H8H$L;fco itLi:^>y>^nn^f 
(3 0. 0 g) ©f h 7t FU77> (5 0ml) &$££;*M£T;&n*. 



±-e#7cyM». h V xf;U7 ^ (32. 0ml) ;u ( 1 5 0 m 

1) MT> *?>X)l'*>m.?vV K (24. 1 g) oS^K^f ^ ( 

5 0ml) it^-iTU *<QZ*0. 5mmMWL?z 0 £ fcfcifcJK&iftaU 

U' (100ml) fc*g:&*U tfrfcf tflBfcfcVSA (2 6. 3 g) ^ 

f;v=l 5:1). mmm (2 5. 8g) titttlfcLT^, 

iH-NMR (CDCI3) * 2.34 (3H, s), 4.10 (2H, s), 4.71 (2H, s), 5.28 (2H, s) 
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, 6.92-7.01 (3H, m), 7.22 (1H, t), 7.33 (5H, s). 
[0 2 6 4] 

##I?!J2 7 

2- ( |3- [ (^>-W^ry) *h*->] -2-^^)Vy° 
[ftl4 7] 




?-*mfcS- 13- [ (^>^iVt^y) ^h^rv] 1>VM (6. 4 6g 

) (30mi) mm^. imAt^- b U (o. 8 5 g) 

(2 0ml) iSitfTfc (2ml) Lfc i> <D fc^fi-eiJDx., ^<Dttl 

-y^fWWTU 5 (25ml) fcjfrfrU dtLK 2 -7*n^- 2 

ynft^^xf^ (5. oog) *MS^rinx.> 6 or-e— B^m^LTto K 
-7^ -tcrffl^L (^^r-9-> : 15:1). gi» (7.67 

g) ^itUHtll/co 

1H-NMR (CDCI3) d 1.27 (3H, t), 1.54 (6H, s), 3.82 (2H, s), 4.13 (2H, q) 
, 4.71 (2H, s), 5.28 (2H, s), 6.94-7.05 (3H, m), 7.21 (1H, t), 7.33 (5H, 
s). 

[0 2 6 5] 

###U2 8 

2- [ (3-tKD^r->^>^» -2-^f;V7 1 nt 4 t>|xf^ 
Mfcl 4 8] 



2- ( 13- [ H>y;^^y) ^h^v] ^*) -2-^;v 
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-?U\L*VWL^)\, (7. 6 7 g) <03-9J-fc (5 0ml) mWZ, W&B&L ( 
5ml) SrSa-eftlx.. 6 0t1?2«mill*pLfco S^*OJWI*«E9*U 

:S^jc^-;v=6 I 1) > aW!» (3. 8 1 g) ^ititltffco 
1H-NMR (CDC1 3 ) a 1.27 (3H, t), 1.53 (6H, s), 3.78 (2H, s), 4.11 (2H, q) 
, 4.96 (1H, s), 6.69 (1H, dd), 6.79 (1H, t), 6.86 (1H, d), 7.14 (1H, t). 
[0 2 6 6] 
2 9 

I [3- b^rv^ b^rv) **v| ftgfei^;l/ 

[ft 1 4 9 ] 



3- (^h^v^l^v) ^yy;l/7;l/3-;i/ (4. 5 3 g) <D 1 , 2-v^ 
b^yx^y (15 0ml) tK^-T, 6 0 %7jc|tft-?- h y "?AO»n" 

7 7^iiS» (1. 2 9 g) fcflnx., 0. 5B£K«#L;fco £*Lfc-/n*Mfc 
(6.7 5 g) fc^TiDx.* Lfco RJ&ifc**^^ 

£ «JES* L/Co # G> tL^Jfi^tr 4: v V * 77 9 A * n -7 h y 7 7 4 - K X 

mmL :»ixfA/=i 5 : i^«b6 : 1) > §wft (4. 6 2 g ) 

iH-NMR (CDCI3) $ 1.29 (3H, t), 3.48 (3H, s), 4.10 (2H, s), 4.23 (2H, q) 
, 4.61 (2H, s), 5.18 (2H, s), 6.96-7.05 (3H, m), 7.27 (1H, t). 
[0 2 6 7] 
3 0 

[ (3-tFn^ry^y^) t^y] S»xf^ 
[ft 1 5 0 ] 



I [3- b^ry^ b^ry) ^>v;V] t^rv| (4. 6 2 g) 
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(5 0ml) ftjtLIK (3ml) ^m^t^llx.. 

nvf^7 7^-ctiiL (^^y:mm^^=3 : i) , @i» (2. 

3 6 g ) zmmot Lxntzo 

iH-NMR (CDCI3) <5 1.29 (3H, t), 4.10 (2H, s), 4.24 (2H, q), 4.59 (2H, s) 
, 5.18 (1H, s), 6.75-6.81 (1H, m), 6.88-6.92 (2H, m), 7.22 (1H, t). 

[0 2 6 8] 
##09 3 1 

[3- h^v^ f + y) -7jl^;w] f^v^f^ 
[it 1 5 1 ] 



(3 -fc Kn*'>7xi^) f^m (10. 5 g) f9t K075V (15 
0ml) tK<%T. N-xf;i/y^V7'Dt:>7 5> (2 6. 3ml) £ 

flPx., 0. 5^KaE#Lfeo £*UC*nn^/i/*-^;wc--r;i' (1 3. 8 g) 

zimrmz., 6 o°cx~mmwLfz 0 kb^^&w, wm^^t*2mm 

^fcffi^j&t^v 1 ; *m5A^D7>^77^t:ti»SlL (^^> : 
»f^=6 : l^t>3 : 1) > BM? (14. 8g) *MWMbLXWto 
iH-NMR (CDC1 3 ) (J 3.42 (3H, s), 3.47 (3H, s), 3.64 (2H, s), 5.17 (2H, s) 
, 5.24 (2H, s), 6.92-6.98 (3H, m), 7.24 (1H, t). 
[0 2 6 9] 
3 2 

[3- f^ry) 7x-;V] 

at 1 5 2 ] 



[3 - b^y^ h^fy) -7^^;^] MM F^fy^f;v (14. 8 g) . 
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! 162/ 



frmti- M> «yA (4. 9 3 g) , S-)V (50ml) , * (100ml) 
N r)>7tFn77^ (5 0ml) ©fi^fcSa^—BMffPLfco RJEStBL** 
TfoMWU ^m^SJS^Srmtt^ L/c#, ifxf;vt2@JiltBtito 

= 3 : 1^1 : l) „ um® (11. 2 g ) ^»at#/; 0 

iH-NMR (CDC1 3 ) 5 3.48 (3H, s), 3.63 (2H, s), 5.17 (2H, s), 6.91-6.99 (3 
H, m), 7.26 (1H, t). 

[0 2 7 0] 
##M3 3 

4- [3- (>« h^ry^ >^y) 7x^;l-] -3-t^7^>|xf^ 

Kb 1 5 3 ] 



7> (15 0ml) 1 , 1' -*;^-^yM $ ^V^-;V (10. 2 g) 

■f;wey #v 7At (10. 7 g) feJ:«vny-7A (3. o 0 g) 

^=6: 1^3: 1) , @»!» (10. 7 g) U#/: c 
iH-NMR (CDCI3) <? 1.27 (3H, t), 3.45 (2H, s), 3.47 (3H, s), 3.80 (2H, s) 
, 4.17 (2H, q), 5.16 (2H, s), 6.83-6.98 (3H, m), 7.25 (1H, t). 
[0 2 7 1] 
3 4 

4- [3- (^h^ry^h^y) 7x-^] yfy&l^fl, 




[3- f^v7 h^ry) 7x-^] Bf:& (11. 2 g) <£>^>^ti Kn7 



ffiSE# 2003-3083680 



#R 2003-185241 



: 163/ 



Utl 5 4] 

C0 2 Et 

4- [3- (^h^y^f^ry) 7x-jV] - 3 - t^rVr^ >f (6 
. 2 8 g) <DX-?J-)V (4 0ml) v§&K. 7X<tT, h V V A 

(0. 89g) fclfc^Kinx., fOi f 0. 5mmffiWLtZo EU&foteVMtT* 

^^>fA« v§^£«J±@*LT, 3-tFn^>-4- [3- (^h^r 

±"?&fcttllfflj t h V xf;VT 5 > ( 4 . 9 3ml) ?>m=®tx^;v (100m 
1) j&jRtc:. 7WF\ ^^^;v*>i^nij K (3. 2 4 g) <Dl^^f-;v ( 
3 0ml) »|^TU f^iiO. 5H#W«#Lfc 0 £CfcifcJR*it«U 

^T-;V<7)ffi^tf4rM^t LT#fc 0 iOrS^^x h^k: Kn75> (6 0 
ml) KmfrL, 1, [5. 4. 0] -7-^>T , -t> (3 

. 95 g ) zm.uizTMx., *<ott immmwLtzo KJSSM>»»fr»Es* 

U W$>*Lfc5M?4&£5' 1 ; *W7A^n7 -HdiL (^3r^> : 

ft»if^=6 : 1) , t4- [3- h^v^ h^rv) 7x-;V] -2-7' 

±t?#7t^#0 >;i/x.> (3 0ml) (5ml) M^^nn 

h 1 ;* (h'J7x-^7r/) ny'-)A (I) (0. 6 5 g) &ftkft£ Lt 

6 : 1) , §6<J% (3. 6 7g) «ftat#f; 0 

iH-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.87-2.03 (2H, m), 2.32 (2H, t), 2.63 (2 
H, t), 3.48 (3H, s), 4.13 (2H, q), 5.17 (2H, s), 6.81-6.91 (3H, m), 7.20 
(1H, dd). 

[0 2 7 2] 
3 5 
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4- (3-tKn^fy7x-;v) "79 v&x-f-fr 
Ut 1 5 5 ] 




4- [3- Uf^v^h^y) "7oi~;i/] -79>WLx-?-fr (3. 6 7 g) <D 
x-f>;-)V (50ml) mWLK, W&M (3ml) ^liMo£> m?mtr— Bfeti 

7f777-f-i:till (^*-^ : 11*^^= 3 : l) . gfi^it (2. 7 

2 g) *mvmt Lxntzo 

iH-NMR (CDCI3) £ 1.26 (3H, t), 1.89-1.99 (2H, m), 2.32 (2H, t), 2.60 (2 
H, t), 4.12 (2H, q), 4.97 (1H, s), 6.65-6.68 (2H, m), 6.74 (1H, d), 7.14 
(1H, dd). 

[0 2 7 3] 
3 6 

3- (4 -fc KD^y- 2 - ^fJV7x^;V) -7°n >^c^;l/ 
Mb 1 5 6 ] 



7£mit1- hWJ* (1. 33g) <DT F7tFn77 (10 0ml) 

|:yif;v*^*;^ixf;i/ (4. 16ml) *MT"CiTL, 30^i# 



) f7tFo77« (2 5ml) £?&TU 0 C C"C2B#P B ^ gfit'l B# 

ram#t^o la^m^^nx., ii^^^wtfiL ^mmzfi-m^ mm 
ms.mmLfz 0 #^fi^i^y'j*m7A707f^77^ (^3=- 

•^>:^^^;i/=3 : 1) KSU nhfitzit^^^9 y (6 0ml) 
^mffimt, 10%a'7^7A-^| (2g) ^M^^TT^PX.Tt^ 7X*« 
myat?5BfF^#t^o ^vtt?^^. y^^^y^^nvh^y 
(^^>- : Sixf;v= 1 : 1) -efSMU (4. 4 3 g) £?e& 





7 s " t: K ( 5 . 0 g 
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1H-NMR (CDCI3) d 1.24 (3H, t), 2.25 (3H, s), 2.50-2.56 (2H, m), 2.85 (2 
H, dd), 4.13 (2H, q), 5.21 (1H, d), 6.57 (1H, dd), 6.62 (1H, d), 6.97 (1 
H, d). 

[0 2 7 4] 

##09 3 7 

[4- (^>y>t^y) -2 jt— T-feh— 

Hfcl 5 7] 



*'J^Atert -7f^y K (4. 9 4 g) Ov^ f^fyx^ ^JRffiift (1 
0 0ml) £- 7 8°C&c<tiPU h/l/x^^i^fHV^r-K (4. 

7 3 g) ?:Jnx.> 5 53*HHt#Lfc 0 &v>T\ ;H-^> 
XrA'ft K (4. 9 9 g) ©y'n^yxr/M (5 0ml) SriJDx.. -7 

8 r-? intra, m^i^mmnt-tzo ** j-^-mx.. lmmtmrnmLtz 

> «j±llL/c 0 ^y'j*7->*7A^nvh^77^ - {^**yy :wm. 
^;v=i 0 : i^«b3 : 1) -ett«u Btt* (3. 0 4 g) fcfefifc LTH 

»jSt51-52t:; iH-NMR (CDCI3) a 2.30 (3H, s), 3.58 (2H, s), 5.04 (2H, s), 
6.77-6.79 (1H, m), 6.83 (1H, s), 7.22 (1H, d), 7.31-7.43 (5H, m). 
[0 2 7 5] 
3 8 

[4- (^y^t^v) - 2 -^f^7i-^] IfcSM^l' 
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Mfcl 5 8] 




C0 2 CH 3 



[4- (^>v;v^-^v) -2-^f;V7i-;v] r-fe>->';^ (2. 9 7 
g) <DT h7t Kn79> (3 0ml) (3 0ml) M^8i^ 

TKm^hV^A (3 0ml) SrJnx., flnf&«SfcLfco 6 jftJ^ttlfeTSHi 

5 0ml) Kmmmt, (3. 46g) , 3-V*?> (1. 8m 

7A^D-7h^77^- (^^r^^-^m^^=5 : 1) fffilL, gfi» ( 

i. 1 3 g) trnmst Lxntio 

iH-NMR (CDC1 3 ) a 2.27 (3H, s), 3.57 (2H, s), 3.67 (3H, s), 5.03 (2H, s) 
, 6.74-6.83 (2H, m), 7.10 (1H, d), 7.30-7.45 (5H, m). 
[0 2 7 6] 

###13 9 ' 

(4-fc ~^Wx- )V) g^^f;v 

Hfcl 5 9] 

HOv^Me 



[4- H>y>t^y) -2-^fJV7i-;V] If^^;V (1. 1 3 g) 
W^-^lt (20ml) fcl 0%/<9S>SA-Jt* (0. 6 g) *WM% 

«£ES*fC, (0. 7 1 g) ^Mftt LTttfe, 

iH-NMR (CDCI3) a 2.24 (3H, s), 3.56 (2H, s), 3.69 (3H, s), 6.61-6.62 (2 
H, m), 7.02 (1H, d). 
[0 2 7 7] 
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4 0 

[2-^ (^h^y^h^y) 7i-;H T * h — hV ^ 

[It 1 6 0 ] 
H 3 CO^O^^OMe 

*'J^A t er K (4. 6 9 g) h^yi^>lil (3 

0ml) £ - 7 8 "Cfcifrai U f;Vx>^;^-JMf;KyyT-F (4. 4 
9 g) £UP£, 5 2-* h*">-4- (^h^v^b^r 

^>X7^ft K (4. 1 0 g) ^f^yx^>M (3 0ml) 

x., -7 sr-cmtmk sa-ei«Fifl«^L/s 0 s-^mk., lftNtimffc 
tbs l £ 0 f^&&fc-erfe?iK£, fc7X^m^ ^ * * a -cseflu ^ & 
^f-;v=5 : i^t>2 : l) till, gifttJ (2. l 3 g) ^»tit# 

!H-NMR (CDC1 3 ) 8 3.48 (3H, s), 3.61 (2H, s), 3.84 (3H, s), 5.17 (2H, s) 
, 6.58-6.66 (2H, m), 7.22 (1H, d). 

[0 2 7 8] 
###!] 4 1 
(4 -n Kn^rv- 2 b^>7x-;l/) 

Mb 1 6 1 ] 

HO^wOMe 



[2-^ f^y-4- h^>^ h^v) 7x^] (2. 
1 3 g) <7>^*y-;W#?j£ (1 Om 1 ) KSm^^mti- hV7A (10ml) 

> ffi&msiLtzo mmm, n-^wmt^ k (somi) ki&sss* 

x ^A (2. 14g), 3- Y*9S (l. 7 5 g) SriDx., ^i&-C3 
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^^^v^Atm zm, m&mmLtzo nm.**?;-)v (iomi) 

: ^i^;u=5 : l*e>2 ! 1) TifS£U gtfJ^ (l. 3 2 g) Srfft^t 

iH-NMR (CDCI3) 8 3.55 (2H, s), 3.70 (3H, s), 3.71 (3H, s), 5.95 (1H, br 
s), 6.24-6.32 (2H, m), 6.94 (1H, d). 
[0 2 7 9] 
4 2 

(4 2 y°Y - l , 3 -f7V-;v- 5 ->f ;v) 

[ftl6 2] 



HS-< s 3^co 2 Me 

(4-^f^-2-^^*y*b- 1, 3-f7/-JV-5-'f^) (1 0 

g) (2 0 0ml) (0. 5ml) tin 

h h (^^H7->-I^m^^) tfflll, @«? (7. 18g) £*N|fcL-C#£: 



H*139-140°C; iH-NMR (CDCI3) 5 2.18 (3H, s), 3.51 (2H, s), 3.74 (3H, s 
), 12.15 (1H, br s). 

[0 2 8 0] 
##$J 4 3 

6- (^>v;V**v) -2-t7fxi^>y> 
Kfcl 6 3] 





o 
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6-tKn^y-2-t7>xf (17. 9 g) ON, N-y^fiV*M7 
^ h'mWL (2 0 0ml) (32. 9 g) . MAt'OV* (2 2. 

6ml) Ztiux., m.%L-e$rffl@$¥Ltz 0 ftH^-f-^-e^^L. 7jc> l&fn^TKt? 

^^■y-fm^J^) "CfflKU BW» (2 6. 1 g) &*£SfcL-C#fco 
16*97-98^; !H-NMR (CDCI3) 8 5.18 (2H, s), 5.40 (2H, s), 7.21-7.27 (2H 
, m), 7.31-7.49 (10H, m), 7.72 (1H, d), 7.84 (1H, d), 8.04 (1H. dd), 8.5 
4 (1H, s). 

[0 2 8 1] 
4 4 

[6- (^>y>t#y) -2-t7f;v] *9S—fr 
{it 1 6 4 ] 



7Kff'fb i ; ^•y-AT^-'yA (2. 3 2 g) «f f7tKD77«t (1 
00ml) ^7jc^T"C 6 - (^>y>t^y) -2-t7 fxf^>y;v (15 
g) b7t Kn7 7>il (5 0ml) ^ITU 0 TCt? 1 H$H«# L£ 0 
7K ( 2 . 4ml). 15 %7fc^ft^ h V V A (2. 4ml) , 7K (7. 2ml) 

-cflMttU (10. 1 g ) Ltftfc, 

M*141-142 0 C; !H-NMR (CDCI3) § 4.79 (2H, s), 5.16 (2H, s), 7.21-25 (2H 
, m), 7.33-7.51 (6H, m), 7.69-7.75 (3H, m). 
[0 2 8 2] 

4 5 

6- (^>y;i/^-drv) -2-t7h7^ftK 

Mbi 6 5] 




OH 
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[6- (^>y>t^y) -2-t7f/l/] (5g) Ofh7t K 

D77>|| (6 0ml) t-ZLK^^^V (15g) £SDx., mifiT?*£fc*# 

5$aE«r?f*&ll (^^r^>-S^m^^^) THRU (4. 0 8 g) 

M*107-108T:; 1H-NMR (CDCI3) 5 5.21 (2H, s), 7.24-7.50 (7H, m), 7.78 ( 
1H, d), 7.88-7.92 (2H, m), 8.24 (1H, s), 10.08 (1H, s). 

[0 2 8 3] 
##M 4 6 

(E) -3- [6- (^>y;Vt^rv) -2-^--7^;V] TP V iV^^f- )]/ 
[ftl6 6] 



Tfc^bf- M7 * A (0. 46g) Ofh7tKn77 VjRSfS (20ml) £ 
^f-;V***ySf=^r.^;i, (4. 16ml) ^tK^TT^TL> 3 0M1fL 

Z<DKJfc%LK6- (s<>i?fr**i/) -2-t7>7mK (2. 0 g) 
Of >5k Kn7 7>il (15ml) 0lC-C2^i^U:o IS 

o #^^c^^#^ H B H (^-9->-St*^;v) t«lL, g«j% (2. 0 9 
g) £*£ H H H £ Lxntz 0 

M^110-112t: ; 1H-NMR (CDCI3) 8 1.35 (3H, t), 4.28 (2H, q), 5.19 (2H, s 
), 6.48 (1H, d), 7.22-7.27 (2H, m), 7.34-7.50 (5H, m), 7.60-7.85 (5H, m) 

[0 2 8 4] 

4 7 

3- (6-HKn^y-2-t7f;v) 7*ne*>ixf^ 




tBIE# 2003-3083680 
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^-vl 171/ 



Utl 6 7] 



HO 



"C0 2 Et 



(E) -3- [6- {/<"y 9 JJUit^- 9 y) -2-t7f;i/] T ? V frWi^ & ( 



o. 5 g ) ^M^^TT'jnx.^^ *&«&u mu^mmnLtzo yf-mm 

1^£>2 : 1) -C»«U (0. 8 6g) ^ B B H at#/;, 

Hu£90-91°C; iH-NMR (CDCI3) 8 1.32 (3H, t), 2.70 (2H, t), 3.07 (2H, t), 

4.14 (2H, q), 5.54 (1H, s), 7.03-7.08 (2H, m), 7.24-7.29 (1H, m), 7.55- 
7.65 (3H, m). 

[0 2 8 5] 
##M 4 8 

2- [5- (4-7;Vtn7x-Jl/) - 2 -**f-)V- 3 - 7'J ^] ^>?>^ 
Ut 1 6 8 ] 



##^|J14 (1) -e#^r 1 - [5- (4-7^^-n7x^;l/) -2-^^- 
3-7V^] 1 *K ##M1 2 ^-r^&tlWJ^LT, i 

M^^T;; iH-NMR (CDCI3) d 0.92 (3H, t), 1.23-1.42 (2H, m), 1.62-1.8 
0 (1H, m), 1.89-2.07 (1H, m), 2.32 (3H, s), 3.45 (1H, t), 6.54 (1H, s), 
7.03 (2H, t), 7.57 (2H, dd). 

[0 2 8 6] 
###!I4 9 

2- [5- (4-7)VtD7xi)l/) - 2 3 — 7V ^>?>-l 



1. 67g) $:x^-^(l5ml) Cii^ 10%^7y7A-^f ( 
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^-v: 172/ 



lit 1 6 9 ] 



Pr-n 



Me 



OH 



###112 (2) -C#£2- [5- (4-7Hn7x^) -2-^f^- 
3-7'j;v] Mil s^^i-^-Stlwim^LT, 

ftfifc®', X H-NMR (CDCI3) * 0.89 (3H, t), 1.19-1.62 (5H, m), 2.32 (3H, s), 
2.66-2.76 (1H, m), 3.58 (1H, dd), 3.71 (1H, dd), 6.40 (1H, s), 7.04 (2H 
, t), 7.57 (2H, dd). 

[0 2 8 7] 
#%M 5 0 

3- ( 1 2 — 5 - [4- (h'j7Wn^f;l/) 7i-^] -3-7'; 

Mbl 7 0] 




|2-^;v-5- [4- (h';7;vtn^f;i/) 7x^^] -3-7'J;M 
(4. 12g) , 3-tKn^>XwtK (2. 4 g) £«fc 
tlff'jyf^?^ (4. 9 g) h 9 t Kn79> (2 5 0ml) ^ 
fcl, 1' - (7^*^-^) y^')y> (6. lg) *mMKlmz-ti&. 

ifcJKfciSBUU yMy7"ok>i-7K«U;o *«[0»ii*«BE«*Lr 

> H?)ti«i»^yV*M7^^n7h777^-l:tiIt (^-9- 

> : n^^;v= 15: 1H9: 1) , mm (4. 3 0 g) lt# 

Hi *85-86t; ; iH-NMR (CDCI3) 8 2.44 (3H, s), 4.95 (2H, s), 6.80 (1H, s), 
7.22-7.28 (1H, ra), 7.47-7.52 (3H, m), 7.60 (2H, d), 7.72 (2H, d), 10.00 
(1H. s). 




ffifl# 2003-3083680 
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^-v: 173/ 



[0 2 8 8] 

###U 5 1 

^ttiftkS- [3- ( |2-^;V-5- [4- (>';7;VtD^fjl/) 7x- 

;v] -3-7'j;H ^ h ^ v) ^> 

Hfc 1 7 1 ] 

"Ac 

3- ( |2-^^;v-5- [4- (h'J7;vin^f;v) -3-7 
b^v) ^>X7JVft K (2. 5 2 g) <7)^^y-;i^ (2 0 m 1) - 
7>7KKn77> (1 Om 1) ^m~, 7X^T> 7Kifffc* 7*7" M; >7 A (0 
. 2 6 g) fcinx., IfiTO. 5lf«U:, ^L^Sr^JEE#^ Lfc&, *fc 

±Tl#7crS^tJ> h V ^f^7 5 > ( 1 . 5ml) <7)I^jc^-;u (30ml) 
tM£T\ ^^^iV^^n'JF (0. 65ml) £?iTFU ^OS 

20. 5m*mwLfzo tkctzitmzwML, ^m^^m^Ltz 0 %h^tz 

7 5 K (20ml) fc*tf*U 7^S£M# ^ 7 A (1. 2 g) mSKTiPx. 

tzmmm^mymm^^^^^^^m^ mm^mj±^Ltz 0 n^fitzm.^ 

6:1), ^^r^>J: OlS^bUT, Bft% (2. 5 0g) $£NI t LXWtzo 
M^O^ir; iH-NMR (CDCI3) S 2.35 (3H, s), 2.41 (3H, s), 4.10 (2H, s), 
4.85 (2H, s), 6.78 (1H, s), 6.83-6.91 (3H, m), 7.22 (1H, t), 7.59 (2H, 
d), 7.70 (2H, d). 
[0 2 8 9] 
5 2 

[4 -7;v;f n- 3 - h^y^f + y) y 3l=-)V~\ 



ffi!E# 2003-3083680 
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: 174/ 



lit 1 7 2 ] 



MOM. 




4-7^tn-3-tKn^y$Ifi (9. 8 1 g) Of h5tKD79> 
(10 0ml) Ifi-CN-if ^^-f y 5 > (17. 9 g) 

fciniU 0. 5 8$H*#Lfco :m:^nD^;v>f;vx-7^ (12. 6g 
) fcMifi-Cinx.. 6 OtT- Bfem^LfCo *fcftg\ ftgtxf 2 0 

**fty f -^AT^^^A (3. 6 g) Of h 7t K07 9> (10 0ml 
) S^^7R^TT-_h-e#7t^^O f h7t Fn77> (100ml) mWL* 
ITU M-C— IftfllB^Lfeo RS^^tKJ^LT, 7jc (3. 5ml) , 1 5 %tK 
m.tt1-hVVA&mm (3. 5m l) . 7K (9ml) fcAEfctfTFLT. »10tK 

m^f^) . i (11. 3 g ) ^itfttuufco 

iH-NMR (CDCI3) 5 1.75 (1H, t), 3.53 (3H, s), 4.63 (2H, d), 5.22 (2H, s) 
, 6.95 (1H, ddd), 7.06 (1H, dd), 7.20 (1H, dd). 

[0 2 9 0] 
##M 5 3 

1 7 3 ] 



[4-v;v^-n-3- (-*>*->* h*v) 7x-;v] * * y — ;v J; {9 > ## 

ttitm; !H-NMR (CDCI3) * 1.29 (3H, t), 3.07 (2H, s), 3.52 (3H, s), 3.78 
(2H, s), 4.18 (2H, q), 5.21 (2H, s), 6.92 (1H, ddd), 7.02 (1H, dd), 7.1 
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^-v: 175/ 



8 (1H, dd). 

[0 2 9 1] 
5 4 

[ (4 -7/M-n— 3 - 1: 
Mk 1 7 4 ] 




F 



COOEt 



>9> ##^|J2 5^^i~^i:|WI#^LT, Sfi^^t#7^o 

yfittt?; iH-NMR (CDCI3) 8 1.30 (3H, t), 3.06 (2H, s), 3.75 (2H, s), 4.18 
(2H, q), 5.22 (1H, d), 6.81 (1H, ddd), 6.97-7.03 (2H, m). 
[0 2 9 2] 
5 5 

(2 -?)Vjru- 5 h ^rv7x^;v) 
[ffcl 7 5] 



$Ptfc%; iH-NMR (CDCI3) a 1.83 (1H, t), 3.79 (3H, s), 4.73 (2H, d), 6.76 
(1H, td), 6.93-6.99 (2H, m). 
[0 2 9 3] 
5 6 

[ (2 -y)V-^U- 5 fJry^yy» ff-@g;r.^;i/ 
Wb 1 7 6 ] 




F 




£iilE# 2003-3083680 
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^-v! 176/ 



!H-NMR (CDCI3) d 1.30 (3H, t), 3.16 (2H, s), 3.79 (3H, s), 3.83 
(2H, s), 4.19 (2H, q), 6.71-6.79 (1H, m), 6.89 (1H, dd), 6.98 (1H, t). 
[0 2 9 4] 
###1J 5 7 

[ (2-7WD-5-tFn^y^>y» H^i^-;v 
Utl 7 7] 



^bT^^-^A (3. 6 g) <DY)V*-y (2 0ml)Sfc Mfit? 1 - 
(12. 7g) ^JDX., 0. 5B#P^tl#t^o -*Ur [ (2- 
■7;v^-n-5-^ f^ry^>y» ^] (2.. 8 1 g) <7)b;i/jc^ 

(20ml) mwitMux-Mz-. m.ux*2mmmwLfz 0 ^s^^7jc7X^i\ 
itm^^^-e2(iiamLfco m&tz^mmzmymwi^y^i/'yATtm, mm 

ill (^^-9->^^^^r-9-> : l^^^;v= 3 : 1) , giftt/ (1. 9 7 g) 

1H-NMR (CDCI3) £ 1.29 (3H, t), 3.15 (2H, s), 3.80 (2H, d), 4.18 (2H, q) 
, 5.04 (1H, s), 6.69 (1H, td), 6.83 (1H, dd), 6.91 (1H, t). 
[0 2 9 5] 
5 8 

1- |2-^;v-5- [4- ( b V 7^tn^f;v) 7x-jv] -3-7V)V 
[it 1 7 8 ] 



1, 8-T^ftfv^n [5. 4. 0] -7-^>T-*-b> (18. 8 g) <7) h )V 
^> (5 0ml) mwiz, 7K?£T\ T-fe^T-fe h > ( 1 . 2 4 g) <7) 
(3 0ml) ^^TTR^T-e^TL^o 1 0^ttl£L7^ 
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^.--y : 177/ 



ZtUz 2 -7*0^-4' - (h'J7;!/tn^f^) T-bt>7xyy (3 3. lg 
) (7)f;vx> (80ml) mfcZimT-emT U S 2 B#lal£i& L/c 

JWciiiU y';*^*ftSif^-A*t> (l : l) TMfe^Lfco tebtvfe 

ymWLK4-Y)^>^)V^>m- 17M» (2. 4 g) £#Px_T. lOOtt 
1 . 5 Rf Lfco Rlfcifc£ifc8feK3*"*- h V * A*?§«t?«fe» U 7k* £f£m 

^rt>:i§xf^=i5: l) , it^/-^f)g H B H fl:Lt, gsu% do 

. 7 g) ^| B at#f:o 

M^87-88t:; iH-NMR (CDCI3) a 2 AS (3H, s), 2.69 (3H, s), 6.98 (1H, s), 
7.64 (2H, d), 7.75 (2H, d). 
[0 2 9 6] 
##M 5 9 

[4-*7;u^-n-3- (^h^v^f^v) yjL~)V\ r-fcb — 
[ft 1 7 9 ] 



[4 -yfr*u- 3 - (^ h^r~>^ h^rv) 71-^] (2. 3 5 

g) „ T^r h >v7>t K>; > (1 . 6 1 g) feitfh 'J T^l/** 7 > (3 
. 8 3 g) <Dt t Kn77> (7 0ml) »4 0%7V^;I/**^ 
xWf^x>»fl[ (8. 3 0g) &£fi-?tDx.fcflU -ifeii^t^o RJC&ifc 

'j*m7A^nvf^77^-}:tiSL (^*^> : itm-x^;v= 9 : 1 

tf*S>6 : 1) , BfiUfe (2. 2 7g) *i«ftat^ 0 

iH-NMR (CDCI3) £ 3.53 (3H, s), 3.71 (2H, s), 5.23 (2H, s), 6.91-6.99 (1 

H, m), 7.05-7.18 (2H, m). 
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^-v : 178/ 



[0 2 9 7] 

6 0 

(4 -yju^u- 3 -fc Kn^ri/7xi g£@|a^;v 
[ftl 8 0] 




[4 -^V^-n- 3 - b^rv^ f+y) 7^— ;v] T-feb — (2. 

2 7 g) „ iKWAt-T h V *A (2. 3 g) „ 7jc (8ml) £ i ^ * y - )V (3 
0ml) Ofi^W*8 01CT— Kfe«#Lfco ^fc©*«fc*»BE#*U 7KT~# 

^m-eHH^^mtt^t, w»^^-t?2ni«itBL7to 

(4 0ml) fc»d*U ttf (0. 5ml) 8 Ott 

-mmwLtzo BUBmtfr-vftmt, Mm^^2mmmLtz 0 m&tzmmm 

m7A^D7>^7-f-i:tffiSL (^^r-9-> : f£m^;v= 6 : l^"b 

3 : 1) , glftU (1. 5 0g) 4r»«*tfC#7C:o 

1H-NMR (CDC1 3 ) (5 1.26 (3H, t), 3.53 (2H, s), 4.15 (2H, q), 5.17 (1H, d) 
, 6.76 (1H, ddd), 6.94 (1H, dd), 7.01 (1H, dd). 

[0 2 9 8] 
#fi6 1 

(2 —yfrHru— 5 h^r^7i- fr) r-feh— h V ;v 
[tl8 1] 



##^5 5T?#7t (2-7Wn-5-^f4i/7x-^) 

WW®] !H-NMR (CDCI3) 5 3.74 (2H, s), 3.80 (3H, s), 6.82 (1H, td), 6.9 
4 (1H, dd), 7.01 (1H, t). 
[0 2 9 9] 




miE# 2003-3083680 
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179/ 



6 2 

(2-7;vin-5-tKn^v7i-;i/) g^;r.^-;v 
Hfcl 8 2] 




(2-7;v^-n-5-^ Kv7x-^) r-kh-h'J/i/ (1. 9 1 g) > tK 
Mlki- h'J^A (2. 3 g) > tK (7ml) £ J: ^ ? y (30ml) <DM 

vRBmzwimzL, mm^^2mmmLfz 0 m^tzmmm^mymmi- v 

;v (40ml) &-?#^U (0. 5ml) 8 0 t)T?— H&» Ltz 

^T;V5-^A (3. 9 g) <DY)VJ-> (3 0ml) JRiBifcK, IzSt 1 - 
*^>^-;v (13. 5 g) 0. 5^ii#L7Co i*ii:±Ti#/: 

7i«OHWc> (2 0ml) v§$£MST^D;L, 2 BfP«#L*:o RJSS 

«Ml. 8 4 g) Ull/Co 

M*85-87 < C; iH-NMR (CDC1 3 ) 5 1.27 (3H, t), 3.61 (2H, d), 4.19 (2H, q), 
5.00 (1H, s), 6.65-6.73 (2H, m), 6.91 (1H, t). 
[0 3 0 0] 

mmw 6 3 

[3- Y**/) -2-^^7x-;V] 

[ftl 8 3] 




mtiE#2 003-3083680 
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^-v : 180/ 



flM#&; !H-NMR (CDCI3) * 1.58 (1H, t), 2.26 (3H, s), 3.49 (3H, s), 4.69 
(2H, d), 5.20 (2H, s), 7.03 (2H, d), 7.14 (1H, dd). 
[0 3 0 1] 
##M 6 4 

[ (3-bKn^y-2-^f;^>v>) ^^-] Sf-ggi?-^ 
litis A] 



[3- (^f^ry^f^y) - 2 -^f^7x^-^] * y X i) . ###J 
24^i-^hra^lwLT, I [3- Of^b^ry) -2-^;^ 

•^KtJ; X H-NMR (CDCI3) # 1.31 (3H, t), 2.27 (3H, s), 3.12 (2H, s), 3.85 
(2H, s), 4.20 (2H, q), 4.80 (1H, s), 6.71 (1H, d), 6.83 (1H, d), 7.00 ( 
1H, t). 

[0 3 0 2] 

6 5 

[2-xf^y-5- (r-hy^ Kn- 2 H- tf ^ >- 2 -^;i/^-^rv) -7^- 

m 1 8 5 ] 



6 0%7X* / fb-^ h V A^g)^?^ (2. 9 8 g) £^-9->"e 

2^$-^ rf7tKn77> (3 0ml) KHiBU ittl:2-tKn^y 
-5- (f h 7 t Kn - 2 H - t°7 > - 2 - ^f ^t^y) (10 
. 9g) Ot" h^t: Kn77> (8 0ml) 7X<tTT^n^. 3 O^fflti 





ffilE#2 003-3083680 
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^-v: 181/ 



WLfz 0 (4. 16ml) ^Jt^TFSn;^ 6 0t:t2HriI 

^Stlfc^f-^AT^-^A (2. 5g) (OTf7tKn77> (100ml 
) «^^^T^±T#/;vft^<7)x (100ml) 
ITU ^tr— Bjfem^L^o >KJS^*7jc^L-C, tK (2. 5ml) , 1 5 %tK 
mfb^h'^ATK^ (2. 5ml) , tK (6ml) fcJU&ffiTLT, »J<7)7K 

Ltz 0 nhtLtzl&ZLjm}*^'*) t> Yfri] =7 u-7 h V 4 -CtfiL (^ 
:l^m^^^=6 : 1**?>2 : 1) , @l» (6. 6 4 g) fcifeMftfefc L 

1H-NMR (CDCI3) <5 1.42 (3H, t), 1.53-2.05 (6H, m), 2.49 (1H, t), 3.53-3. 
64 (1H, m), 3.87-4.00 (1H, m), 4.04 (2H, q), 4.65 (2H, d), 5.31 (1H, t), 
6.78 (1H, d), 6.91-7.10 (2H, m). 
[0 3 0 3] 
##M6 6 

Ut 1 8 6 ] 



[2 - J- h^v- 5 - (f >7t:Kn-2H-t:7>-2-^^t^y) 7i 

^^y-;vii9, ##^!I2 4 ^7Kl-^fc|si^^ Lr, I 
-5- (rh7tKn-2H-ti7>-2-^W^y) ^jj-} ffsgfc 

ffrtfcti; J H-NMR (CDCI3) <5 1.29 (3H, t), 1.40 (3H, t), 3.17 (2H, s), 3.80 
(2H, s), 4.00 (2H, q), 4.19 (2H, q), 4.69 (1H, s), 6.66-6.81 (3H, m) . 
[0 3 0 4] 
##M 6 7 




tB5E#2 003-3083680 
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182/ 



[ftl 8 7] 




[3- h*i/* h^v) -2-^f^7x-;l/] *K 
5 9 iC^f^S^TOKLT, [3- h^rv) )-2-^^;^7 

flMWfc; *H-NMR (CDC1 3 ) S 1.25 (3H, t), 2.19 (3H, s), 3.64 (2H, s), 4.16 
(2H, q), 4.85 (1H, s), 6.69 (1H, d), 6.79 (1H, d), 7.02 (1H, t). 
[0 3 0 5] 
##1$J 6 8 

[3- (^h^rv^h^v) -4-^f^7x-^] 
[it 1 8 8 ] 



3-t Kn3rv-4-p<^;l^c.M=m£ *K ###0 5 2 |WM$K L 

ftMKtf; !H-NMR (CDCI3) £ 1.65 (1H, t), 2.24 (3H, s), 3.49 (3H, s), 4.64 
(2H, d), 5.22 (2H, s), 6.91 (1H, dd), 7.06 (1H, s), 7.14 (1H, d). 
[0 3 0 6] 
6 9 

[ (3-tFn^y-4-^fJK>y;i') ^] ff=^^;v 
ttbl 8 9] 



[3- O h^fy> h^ri/) -4-^fiV7i^] ;>< ^ y J; 19 „ ###| 
2 4 ^-T^t^tcLT, I [3- f4y^ f^y) -4-^;w^ 





ttJIE# 2003-3083680 
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^- : 183/ 



tfrfftft; iH-NMR (CDC1 3 ) £ 1.29 (3H, t), 2.23 (3H, s), 3.07 (2H, s), 3.75 
(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.78 (1H, s), 6.80 (1H, d), 7.06 ( 
1H, d). 

[0 3 0 7] 

##M 7 0 

1- (3 h^v-7^-;i/) 

mi 9 0] 



3 -* h^y^>X7;Vftl K (13. 1 g) <DT f7tKn77> (100 
ml) W:2S^-/nt°;i/Y^^y7A7 , n5 KOf b 9 Kn y 7 >mWi ( 
7 2ml) £-78 T2T?i*TU RJSSI*- 5 0 ICC 1 B#ro«#L;fco 

^7^^nvf^77^-ttffiStt (^^r-9-^ : n^^;v= 6 : l) > E 
(14. 8 g ) *»«ftkir^o 

iH-NMR (CDCI3) S 0.93 (3H, t), 1.21-1.53 (2H, m), 1.61-1.83 (2H, m), 1. 
82 (1H, d), 3.82 (3H, s), 4.62-4.71 (1H, m), 6.79-6.84 (1H, m), 6.91-6.9 
4 (2H, m), 7.26 (1H, t). 

[0 3 0 8] 
###0 7 1 

f^BlS- [1- (3-^^>7x-;v) 7?-)V\ 
lit 1 9 1 ] 





Pr-n 



m5E# 2003-3083680 
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i-V: 184/ 



1- (3-^h^y7i-Jl/) ff-y-l-X-fr (3. 8 9 g) . 
)lsT< > (4. 5ml) <7)f^jr.f-;V (30ml) mWLK, zk?£T\ *9>XA' 
*>i^n'JK (2. 0ml) SrSSTU fOiiO. 5 l$W«#L;fco 

WZntZo iOittftSrN, N-y^f^*^7 5 K (1 5ml) fci&frU 
f«*'^A (3. 7g) Sr, Mia-ejnx.. 5 0t-e-WUo^«I 
£7jc££\ Mtx-f-^-e 2 mfftffi Lfc Q fctetaSBhr*'* v 1 ^ At? 

7j -izxmmLx :^m^^=i 5:1), aest? (4. 4 1 g 

) ^Ittlfctt^o 

iH-NMR (CDCI3) $ 0.90 (3H, t), 1.17-1.46 (2H, m), 1.89 (2H, q), 2.29 (3 
H, s), 3.80 (3H, s), 4.55 (1H, t), 6.74-6.90 (3H, m), 7.22 (1H, t). 

[0 3 0 9] 
##M 7 2 

I [1- (3-^f^rv7x-;v) -7^;v] ^ f ffim^)^ 
[ftl9 2] 



ftl^iS- [1- (3->f^ry7x^) (1. 8 9 g) <D* 9 

(5 0ml) mmtz, TkBMfcf-M;** (0. 3 2g) SrMiB-CJDx., * 

£N, N-y^fH^7U' (20ml) K$g#*U 7n«if;v (l 
. 1ml) fcmififc-Cinx., 6 OlC-Cll^Wflt^tfco RJE&«[«r*ar, ftBI-i- 

T : »Bfc^A/=9 : 1) , (1. 6 0g) ^»tLT# 

iH-NMR (CDC1 3 ) 5 0.88 (3H, t), 1.22-1.39 (2H, m), 1.26 (3H, t), 1.73-1. 
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89 (2H, m), 2.90 (1H, d), 3.00 (1H, d), 3.81 (3H, s), 3.96 (1H, dd), 4.1 
3 (2H, dq), 6.76-6.80 (1H, m), 6.87-6.90 (2H, m), 7.22 (1H, t). 

[0 3 10] 
##M 7 3 

I [1- (3 -fc Fn^v7x-;v) ^jr\ @f^r,^-;u 

lit 1 9 3 ] 



I [1- (3-^h^y7x-;P) 7^*1 I^M^^^i «9> 5 

iH-NMR (CDC1 3 ) 8 0.88 (3H, t), 1.21-1.40 (2H, m), 1.26 (3H, t), 
1.75-1.88 (2H, m), 2.91 (1H, d), 3.02 (1H, d), 3.94 (1H, t), 4.13 (2H, 
q), 4.90 (1H, s), 6.69-6.75 (1H, m), 6.82 (1H, t), 6.87 (1H, d), 7.18 (1 
H, t). 

[0311] 

##0H 7 4 

ftH4-^nn-3- (^h^y^h^y) ^>>ju 
Ktl 9 4] 



O Ac 

2-^an-4-^f;V7xy^;i' (5. 1 9 g) 07>7tKn77> (5 
0ml) mWLK. Ml%L~?N-^)P~J4 V -fu \£)VT \ > (8. 3ml) £#nx- 
^ 0. 5H#H*J£#Lfco Ztite? nn^f;^f;i,x-7;v (3. 8 g) 

-can*., 6 0ti?-ttfl6i$u e ^s^^tK^^^ mtAttiu^ 

±-C#/iM^. N-7n^^y>/f 5 K (6. 5g) , 2, 2' -TVlf 
* (4 V^n^Mj^) (0. 5g) OMtffcJfe* (30ml) ^m^3B#r^ 
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^-v: 186/ 



?i#^£N, N-y^f;V*M7^ K (50ml) Kjf^U II^^HJ^A 

(6. o g) ^^-c^nx, 6 ott-Bfei#ifco £U£?££7}cftg\ i^m^f- 
: ff:$t^ ?-^=9 : i^t>6 : l) . iWft (2. 2 9 g) itbmn 

t Lxntzo 

1H-NMR (CDC1 3 ) a 2.11 (3H, s), 3.53 (3H, s), 5.04 (2H, s), 5.26 (2H, s) 
, 6.95 (1H, dd), 7.16 (1H, d), 7.35 (1H, d). 
[0 3 12] 
7 5 

[ftl 9 5] 



^f4-^on-3- (^h^y^f^ry) ^>y> (2. 2 9g), 11^ 
Tfc^ft^ h V * A7Xv#^ (14ml) , J-)V (20ml) , rh7tKn 
777 (2 0ml) <&«^*£at?-|ft«#Lfco 7fcT~#|RL 

Jff«|*«BES*, g» (1. 9 2g) ZmikQl t LX&t: 



iH-NMR (CDCI3) (5 1.82 (1H, br t), 3.52 (3H, s), 4.65 (2H, d), 5.26 (2H, 
s), 6.95 (1H, tdd), 7.18 (1H, d), 7.34 (1H, d). 
[0 3 13] 
##M 7 6 

[ (4-^nD-3-HKn^y^7y» 7^] 
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^-v : 187/ 



lit 1 9 6 ] 



CI 



HO 



COOEt 



2 4 K^yjy££|WJ$U~ LT, I [4-^nn-3 - (J h*~>) 

tfltttt; !H-NMR (CDC1 3 ) S 1.29 (3H, t), 3.06 (2H, s), 3.76 (2H, s), 4.18 
(2H, q), 5.53 (1H, s), 6.85 (1H, dd), 7.01 (1H, d), 7.25 (1H, d) . 
[0 3 14] 
0 7 7 

H^3- (T-bf-^^rv) -5-^^^^>v;^ 
llbl 9 7] 



3, 5-yVf;V7zy-;l/ (10. 1 g) Ot 0, Jy> (50ml) mm~, 

7mTx-m.itr^)v (7. 8 g) £#n;U mux— mm\^tz 0 kbu^kk 

K}IL (^^-9-> :S^-x^;v=6 : 1) , ^%*t#^ 0 

±T#fc^%. N-yn^^y>^K (14. 8g) , 2, 2' — T V 
Vf* (^v/fD^pJ)V) (0. 3g) ^El^b^ (5 0ml) mWiZlW 

<7)rft#ct?^N, N-y7f ;i/*;vat> K (5 0ml) tej&fru ItM^- b V ^ 

a (13. 6 g ) zmuxtoz., 6 ovx6mmmwL?z 0 KfcWLZfc&u, & 
m^frX2®mmLfz 0 M®fzmmm*M7k.m&^?**^v&xi&m, mm* 



Me 
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^-v: 188/ 



ILT (^^> :^xf;i,= 6 I 13^?>3 I 1) . BW!» (9. 8 7 g) £ 

iH-NMR (CDCI3) (J 2.10 (3H. s), 2.29 (3H, s), 2.36 (3H, s), 5.05 (2H, s) 
, 6.86 (1H, s), 6.88 (1H, d), 7.02 (1H, d). 

[0 3 15] 
##$J 7 8 

[3- Uh^rv^h^v) *?J-)V 
lit! 9 8] 



(r-fef - 5 - ^f ;i^>v;v (9. 87g) 

;i/ (20ml) f7kKn77> (30ml) &~*#7>U 0. S&J&KBMfc 
^-hV^A^tt (8 9ml) £7K^T-C$jTU ^iil«PW«^U. S. 

^MJ^A-efg^ ->V*WSrMU^ *«|jt*«E«*LT. 



±-C#^MftOf h7^Kn77> (50ml) MT^N -if 

^y/n^7 5> (4. 4ml) £#nx.. 0. 5B#F B 1«^L7^o dtU** 
nD^Wf;vx-f;V (1. 9ml) fcOtJ-Cinix.. 6 Ott— Hfc^Lfc 

±T?»fcitfrt**K 1 mjfeK^kf - f V * atJc^ (40ml) . ^ ^ y - ( 
30ml) , f f7^K077> (30ml) 0«#*f*M-e— Qfeft& Lfc 0 

A7nvf7*77^ — CTli^lt Kt7:ifxf;i/=3 : 1^P>2 : 1 
) , Btt*» (2. 1 1 g) fcfft:|*»fcLT#fco 

!H-NMR (CDCI3) S 1.64 (1H, t), 2.33 (3H, s), 3.47 (3H, s), 4.63 (2H, d) 



Me 
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, 5.16 (2H, s), 6.78 (1H, s), 6.83 (1H, s), 6.84 (1H, s). 
[0 3 16] 
7 9 

[ (3-tFn^y-5->fM>y» 
iitl 9 9] 



[3- (^h^rv^h^rv) -5->fiV7x^I/] ^ * y £ K) N 
2 4i:^f^i:TO;Lt, | [3- Of+y^^y) -5-j*^;V^> 

ftMWfe; iH-NMR (CDC1 3 ) £ 1.29 (3H, t), 2.29 (3H, s), 3.09 (2H, s), 3.73 
(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.55 (1H, s), 6.62 (1H, s), 6.71 ( 
1H, s). 

10 3 17] 

##M 8 0 

(3-tKD^y-5-^f;V7x-;V) ff^-^>>v 
[ft2 0 0] 



[3- (>f^ry>^y) -5-^f^7x-^] y * J -)V X *) ^ 
5 9i:gtM^Kat, [3- ) 

«M#to; iH-NMR (CDCI3) £ 1.26 (3H, t), 2.28 (3H, s), 3.51 (2H, s), 4.15 
(2H, q), 4.88 (1H, s), 6.55-6.58 (2H, m), 6.65 (1H, s). 
[0 3 18] 
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###18 1 

(2E) -3- [ 2 5 - (3-^h^fy7x-;V) -3-7'J;i/] T 

Mb 2 0 1] 



#t«6 (13) [2 5 - (3-^f^v7x-;v) -3- 

(3-^f^ry7x-^) -3-7;u7;vftK^|, £>K###ij8 ^ 

flMKW; !H-NMR (CDCI3) £ 1.32 (3H, t), 1.33 (3H, t), 2.84 (2H, q), 3.86 

(3H s), 4.25 (2H, q), 6.13 (1H, d), 6.73 (1H, s), 6.83 (1H, ddd), 7.18- 
7.35 (3H, m), 7.58 (1H, d). 

[0 3 19] 
##M8 2 

3- [2-^)V — 5 - (3-^^v7x^)l/) -3-7'J^] 7 0 D/0^x 
[lb2 0 2] 



(2E) -3- [2 5 - (3-^^fy7x^) -3-7'J;v] 
7^'J;Vfxf;^^ ##^J9^-t-^t|SI^lcLT, gl»£#£o 

!H-NMR (CDCI3) 8 1.25 (3H, t), 1.25 (3H, t), 2.49-2.75 (6H, m), 
3.85 (3H, s), 4.14 (2H, q), 6.46 (1H, s), 6.76 (1H, ddd), 7.14-7.30 (3H 
, m). 

[0 3 2 0] 

##M8 3 
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3- [2 5 - (3-^Ry7x-;v) -3-7V)V] /nA>-l 
Hfc 2 0 3 ] 



3- [2 — 5 - (3->b^v7x^;V) -3-71; ;v] "/n/N'^gl 

2 H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.75-1.89 (2H, m), 2.47 (2H, t), 
2.65 (2H, q), 3.69 (2H, q), 3.85 (3H, s), 6.48 (1H, s), 6.73-6.79 (1H, 
m), 7.15-7.30 (3H, m). 

[0 3 2 1] 
##M 8 4 

1 - [3 - (^F^y^^y) 7x-^] ^ ^ y - ;V 
[ft 2 0 4] 



3 - h^y> h^v) ^>Xr;Vft K (13. 3 g) <£>t- Kn7 
^> (10 0ml) m&K l&f^ny7A7n 5 KOf f5K Kn7 
(12 0ml) 4-7 8U*iTU ^&«t«r- 7 8 *C"e 1 ^WtK^L 
Tto ^^^^ftT>^-^A7X^^a^m^^^T-2|lIflimt7to 

^y^W7A^D-7f^77^f-(:rillt (^•9-> : g^:c^;v= 

6 : i&z>2 : 1) , @etr% (1 1. 4 g ) fcaMWfefc lt*#£ 0 

^-NMR (CDCI3) £ 1.49 (3H, d), 1.79 (1H, d), 3.49 (3H, s), 4.82-4.93 (1 
H, m), 5.19 (2H, s), 6.92-7.06 (3H, m). 7.27 (1H, t). 

[0 3 2 2] 
##M8 5 





Me 
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f«S- |1- [3- (^h^r->^b^v) 7*.-)l<] 
Ut2 0 5] 



WW®; !H-NMR (CDC1 3 ) £ 1.64 (3H, d), 2.30 (3H, s), 3.48 (3H, s), 4.71 
(1H, q), 5.17 (2H, s), 6.90-7.00 (3H, m), 7.23 (1H, t). 
[0 3 2 3] 
8 6 

2 — ( { 1 — [ 3 — (^f^ry^f^y) 7^~)U~\ ?-*) - 2 - ff- 

lit 2 0 6 ] 



^^"^mS- |1- [3- (^h^rv^h^rv) x.^-;i/| J: I) „ # 
##H2 7tc^i-^^IWia^tT. Bl»£#£o 

!H-NMR (CDCI3) 5 1.20 (3H, t), 1.40 (3H, s), 1.52 (3H, s), 1.53 

(3H, d), 3.48 (3H, s), 3.96 (1H, q), 3.97 (1H, q), 4.09 (1H, q), 5.17 ( 

2H, s), 6.88 (1H, ddd), 6.97 (1H, d), 6.99 (1H, s), 7.20 (1H, t). 
[0 3 2 4] 
8 7 

2- I [1- (3 -M Kn^y7x-;i/) "f-M -2-^f;i'7 0 n;0 





Me Me 
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lit 2 0 7 ) 




Me Me 



COOEt 



2- ( 1 1 - [3- (^f^y^h^y) 7x-;V] xfA'l f-*) -2-^ 



!H-NMR (CDC1 3 ) * 1.19 (3H, t), 1.40 (3H, s), 1.51 (3H, d), 1.52 
(3H, s), 3.92 (1H, q), 3.93 (1H, q), 4.06 (1H, q), 4.90 (1H, s), 6.67 ( 
1H, ddd), 6.82 (1H, t), 6.87 (1H, d), 7.14 (1H, t). 
[0 3 2 5] 
8 8 

2- [3- h*z/* 7x^;>] yoiftxhy^ 

Mb 2 0 8 ] 



1 - [3 - (^h^y^f^y) 7x^;v] jL*y-;v (1 . 5 9 g) > T-fe 
f>y7^tK'J> (1. 1 g) h V T^^**? -T > (3. 3ml) <0 

f h7tKn77> (70ml) 1 , 1 ' - (7V^*;v*-;v) vfcf^ 

'Jv> (3. 3g) ZmUTMz.tz^ -mmWLtZo EJfcfcOifflfcfcWES* 
U V7 p n If^a.-— r^Srlnx., ifcJRfciftgUU y^yyne^x-f^t' 

b^?7-f -fc-oHMffiL (^3M?-> : |^m-x^-;i/= 15 : 1H6 : 1) , 
Sdd« (0. 8 8 g) Ltifco 

iH-NMR (CDCI3) 8 1.64 (3H, d), 3.49 (3H, s), 3.87 (1H, q), 5.19 
(2H, s), 6.99-7.02 (3H, m), 7.30 (1H, t). 
[0 3 2 6] 
8 9 
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^-v: 194/ 



2- (3-tKn^ri/7x-;i/) -fu^y^zc^-iv 
Ut2 0 9] 




Mb 



2- [3- h3r~>^ h3r~» 7^~;hl 7°net- MJ;V£ *K ##$16 
0^1~^<!:|WI#^L-C, gfi^£#£o 

M-fctJ; !H-NMR (CDCI3) S 1.21 (3H, t), 1.47 (3H, d), 3.65 (1H, q), 4.06 
-4.38 (2H, m), 4.88 (1H, s), 6.72 (1H, ddd), 6.79 (1H, dd), 6.85 (1H, d) 
, 7.17 (1H, t). 

[0 3 2 7] 
9 0 

2- (2-7jVin-4-^f^ry7x;^y) - 2 ^ 
Kb2 1 0] 



2-7;^n-4-^>^ry7x/-JV (5. 2 9 g) ^2-/0^-2-^ 
^l/yntf^^jn^v (8. 7 g) <7>N, N-y^fWA7?F (3 0m 
l) (10. 3g) &Jn;U 9 0°c-e-M#t^ o Kfcm. 

t&fk, mmzm&'g&Lfzo nhntzm.^mm^^') ^w^A^n^f^ 

7* -KTffMLT (-^MT-V I S^m^^^= 15:1), E» (5. 8 6 g 

iH-NMR (CDCI3) 5 1.31 (3H, t), 1.53 (6H, s), 3.75 (3H, s), 4.24 (2H, q) 
, 6.54 (1H, ddd), 6.63 (1H, dd), 6.98 (1H, t). 

[0 3 2 8] 

9 1 

2- (2-7;vtn-4-KKn^y7x/^y) - 2 -^^yn^^Ji^- 
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Hb2 1 1] 



F 




COOEt 



2- (2-7Wo-4-^^y7x/^y) - 2 - * f ^/n/r/Hxf 

fAibttr; X H-NMR (CDC1 3 ) <? 1.31 (3H, t), 1.52 (6H, d), 4.24 (2H, q), 4.89 

(1H, s), 6.46 (1H, ddd), 6.58 (1H, dd), 6.92 (1H, t). 
[0 3 2 9] 
##$1 9 2 

2- I [3- F^ry^ h^rv) t^v| 
Kb 2 1 2] 



3- b+y^ h^ry) -J)VT)Vu-)V (8. 2 6 g) > Hj^^T 
5 y (10. 6ml) cDf^^;v (100ml) 2R*frT\ * 

*^nVK (7. Og) O^m^-^-^ (3 0ml) »*i|TU 

2-n Kn^y^vfixf;v (13. 4 g) 1^7k Kn77> (10 0 

mi) SFfiKic, £»t*6 Q%jmit±YV^&<nmM^*7y4 -yf&mm (4. 1 
g) £#n;L, 15^»L/; 0 i ^it:±t#fcitllOf > 7 1 Fn 7 7 > ( 
5 0ml) mWL*m.UX~tUz., 65tt3 BWtt#L;fco g\ ft 

m^;VT'2|SIiftffit7to **^*OT***iiaE^^">'>A*C?aiS, 

RL (^iJ-y 5:1). (5. 5 5 g) «r«j«»fc t 




Me Me 
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^-v: 196/ 



1H-NMR (CDCI3) d 1.31 (3H, t), 1.51 (6H, s), 3.48 (3H, s), 4.22 (2H, q) 
, 4.44 (2H, s), 5.18 (2H, s), 6.92-6.97 (1H, m), 7.02-7.08 (2H, m), 7.25 
(1H, t). 

[0 3 3 0] 
9 3 

2- [ (3-HFD^ry^>y» t^y] - 2 - ;>< ^-;l/yn,K>gtx.f-/u 
[ft 2 1 3] 



2- I [3- Y^-Zs* h^ris) -2-^^^7 p n/N°>- 

»; iH-NMR (CDCI3) 3 1.30 (3H, t), 1.51 (6H, s), 4.22 (2H, q), 4.43 

(2H, s), 4.86 (1H, s), 6.71-6.76 (1H, m), 6.90-6.93 (2H, m), 7.19 (1H, 
t). 

[0 3 3 1] 

##M 9 4 

2- [ (T-b^;l/*3rv) *?yi/| -5 - [4- (bV7^tn^f^) 7x- 
[ft 2 1 4] 



2-^^;i/-5- [4- (f'J7^n^f;i/) 71^^] -3-7D|>f;v 
(13. 5 3 g) Oifxfj^t (3 0 0ral) }:2, 2' -TVVf* (>f y 
7Ynh^b'j;l/) (0. 3 9g) , N-7'n^^y>/f 5 F (8. 4 8 g) 

* %hft-tzm&yB*lS t N-y>WW7U' (100ml) 




Me Me 




o 
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wmi-iv** (7. 8 1 g) zimz-, M^r—mmwLfzo 7K£jn;t> wm*- 

wm^)^=b : ifrh2 : i) -e*f§£U Btfit/ (12. 4 7g) &©#£L 

11660 - 61 T: ; !H-NMR (CDCI3) <S 2.14 (3H, s), 3.89 (3H, s), 5.46 (2H, s 
), 7.08 (1H, s), 7.66 (2H, d), 7.78 (2H, d). 

[0 3 3 2] 
##M 9 5 

2- (xh+y^f;!/) -5- [4- (YV7)Vjru *?-)V) 7i-*] — 3 — 
Hb2 1 5] 



2- [ (T^rf^t^y) -5- [4- (f'H^tn^f^) 7x- 

- 3-7n|^f;v (5. Og) ^rf7tKn77> (60ml) 

/-^ (6 0mi) (D^mm^mm^^, 1 m^m^ v v v & (32ml 

) Hn^s Bfe^ L7t 0 £ h \z i m^Tlcm^b^ b'J^A (20ml) £ 

aiiPL, ^y&^5B#P H m#L*:o ttt L, Sixf;vt«, 

fc&fco # «b *L 7^-/4^ £N, N-yVf;V*;VAT^ K (5 0ml) \Z 
i#ft¥£-£, 7X^<b7^ h V (1. 7 6g). 3-MfcJ^;M4. 68ml) * 
^TtriJDx.. 3B#r B m^L7^o H^tt^jJBi^ Wm^^^M^ 

o ^^VTj^A^n-v- Ft*77^ - (^-9-> : S^m^^-^= l 0 : 

1/^5 : 1) -rffiiiU Emm (3. 6 5 g) ^»tLT#f; 0 
iH-NMR (CDC1 3 ) a 1.26 (3H, t), 1.39 (3H, t), 3.63 (2H, q), 4.34 (2H, q 
), 4.85 (2H, s), 7.04 (1H, s), 7.64 (2H, d), 7.78 (2H, d). 
[0 3 3 3] 




CQ 2 Et 
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##^IJ 9 6 

|2 - (x^y^fjV) -5- [4- (>'J7Wn^fA') y -3 
[it 2 1 6] 



##^9 5^2- (^hdrv^^-;v) -5- [4- (h'J7Hn>f^) 

lll^C103-105 , C ; 1H-NMR (CDCI3) 5 1.26 (3H, dt), 3.60 (2H, dq), 4.57 (2 

H, s). 4.59 (2H, s), 6.77 (1H, s). 7.60 (2H, d), 7.73 (2H, d). 

[0 3 3 4] 
###U 9 7 

2- (4-tKn^">-2-^fMV^) >#tx.?-/i' 
[ft 2 1 7] 



9 > (50ml) 2fc*frT\ 6 0 %3fc3*ffc^ f V 7A <^Mm^ 7 -f 

mm (1. 3 3 g ) &in*^ 3 0 £*u-4- (^>^t*v) - 

2-^f^vX7mK (5. 0g) ©-f-h^ii Kn79> (30ml) # 

»EE«*Lfco »fc*Lfctt^J|&fc:c*y-/u (5 0ml) 
§f^Iftf^Lf:t, 10%a'7^A-^I (1. Og) £3jD;l> **#H 

^xf;v=l0 ! l^«b2 : 1) „ itfj^ (4. 7 9g) ZMfflblt LX&fz„ 
!H-NMR (CDCI3) 5 0.91 (3H, t), 1.19 (3H, t), 1.48-1.75 (2H, m), 2.25 (3 





U )V) y? >$txf-;v (6. 3ml) <7)f h7tKn7 
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^-vl 199/ 



H, s), 2.47-2.72 (2H, m), 2.84 (1H, dd), 4.07 (2H, q), 4.83-5.05 (1H, br 
), 6.52-6.62 (2H, m), 6.94 (1H, d). 
[0 3 3 5] 

##M 9 7(1) 97(2) 

4- (^>v;V*3r-» - 2 -^fMVXTJl'fk: K £;tfJ&1-& 

[0 3 3 6] 

#f«9 7 (1) 

3- (4-tKn^y-2-^f;V7x-;P) - 2 ^v/n^^-i.^;]/ 
[lb2 1 8] 



'/fi^t/^H-NMR (CDC1 3 ) 5 1.16 (3H, d), 1.19 (3H, t), 2.25 (3H, s), 2.5 
3-2.72 (2H, m), 2.90-2.99 (1H, m), 4.19 (2H, q), 5.25 (1H, s), 6.54-6.63 
(2H, m), 6.94 (1H, d). 
[0 3 3 7] 
##f II 9 7(2) 

3- (4-tKodry-2-^f;V7x^) - 2 Y ^ v7°n/-?>^f-;i/ 
Ut2 1 9] 
HO. MeMe 



•/itfet? ; !H-NMR (CDCI3) (J 1.32 (3H, t), 2.28 (3H, s), 2.95 (2H, d), 3.3 
2 (3H, s), 3.86-3.93 (1H, m), 4.18 (2H, q), 5.10 (1H, s), 6.56-6.64 (2H, 
m), 7.00 (1H, dd). 

[0 3 3 8] 
##M 9 8 

2- [ (4-^ f+v7x-;l/) ^;i/7 7 -;l/] - 2 ^-)V^fu^Z/^JU^-)V 





ttJ!E# 2003-3083680 



mm. 2003-185241 



^- v : 200/ 



[ft 2 2 0] 




Sv.CO^Et 



MeO' 




-)V (3. 7ml) CON, N-i?>f ^A75 K 



il (100ml) i:»'J-)A (5. lg) , ;v ( 

5. 9 6 g) fcJn;^ 5 O'Ct-ife, MWLfz 0 W$1k, Mm^^X^m, ^ 

: i*g>5 : i) tin, (7. i i g ) uc»fc 0 

iH-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.45 (6H, s), 3.80 (3H, s), 4.10 (2H, q 
), 6.84 (2H, d), 7.38 (2H, d). 
[0 3 3 9] 
9 9 

2- [ (4-tFn^i/7x-;v) xfryr—fr] - 2 f-)Vy°u^^M^-f- 
;v 

[ft 2 2 1] 



&ftr/us^*A (0. 8 8 g ) ^^;^xy (5m 1) KJl}§£-£> 

(3. 5ml) l:iTU f t«Lfc 0 2 - [ (4 

— * h^v"7 ^;V7 7^^] — 2 -;>^;l/7°n/\->@£j^;^ (7. 0 6 

g ) c^x>j|tt (5ml) £ftn;i. giST 3 Lfc„ 

t>:S^if^=20 : i^f>5 : 1) > $k£??>J£ll (^t>-^y7* 

of^x-fJV) TtfJNRU Bft& (6. 2 3g) ^ H a a tL«o 
M^68-69°C ; iH-NMR (CDCI3) ,5 1.26 (3H, t), 1.47 (6H, s), 4.14 (2H, q) 




mtE# 2003-3083680 



<Wm 2003-185241 



^-s>: 201/ 



, 6.17 (1H, s), 6.68 (2H, d), 7.29 (2H, d). 

[0 3 4 0] 
##M 10 0 

3- (5-^ f^v-l-^>/77>-2-^f^) y'u^ym.^^ 

3- (5-^b^rv-2, 3 - vt: Kn - 1 V"7 9 >- 2 - 4 )V) ?us* 

[it 2 2 2 ] 



(E) -3- (5-^>**>-l-^> 4 /7 5>-2->fA') -2-7°U^>M 

.x^;v ( o . 8 l g) offcm^^Wti£ (10ml) *ca*^i*T-e 1 o 

y*7A-Ii (0. 2 0 g) £3>n;U 7X^#H^T. M^lB#HJI#Lfco » 

5A^n7^57'f - (^F-tf-V ; f£g£:r.^;V= 3 0 : l7>£>5 : 1) 

U 3- ( 5 - > f^fy-l-^>V'7 7>-2-^^) •7°n/N°y^j.^;i/h 3 

- (5-^h^rv-2, 3-i?l;Kn-l-^^y79>-2-'f*) 7n;r/ 

(o. sog) <Dm&ys*mttmkLxwzo 

iH-NMR (CDCI3) 5 1.25, 1.26 (3H, t), 1.98-2.09 (0.86H, m), 2.47-2.55 ( 
0.86H, m), 2.69-2.90 (1.58H, m), 3.08 (1.14H, t), 3.28 (0.42H, ddd), 3.7 
4 (1.26H, s), 3.82 (1.74H, s), 4.09-4.21 (2H, m), 4.70-4.85 (0.42H, m), 
6.35 (0.58H, d), 6.63-6.64 (0.86H, m), 6.73-6.74 (0.42H, m), 6.80 (0. 58H 
, dd), 6.94 (0.58H, d), 7.27 (0.58H, d). 

[0 3 4 1] 

1 0 1 

3- (5 — t: Kn^->- 1 -^>'/7 9>- 2 —4)V) yn/ryfxf^ 

3- 3-ykFo-l-^>v'77>-2-^;v) 7n 





ftfiE# 2003-3083680 



<Wm 2003-185241 



^-v: 202/ 



[ft2 2 3] 




£tffcT/i'$-*A (0. 8 8 g) (5ml) KHifS-fr, 

Or-fr (3. 5ml) fcifiTU fcfc* £-C*#Lfco ^O^. 3- (5- 
* h^rv- 1 -^ S /V7 7> - 2 T'n^^fxf^hS- (5-^h^r 

v-2, 3-ytFn-l-^> > /75>-2-^^) yn^V^x^K?)^^ 
% (0. 8 0g) (5ml) £Jjnx.> Bf M»^Lfco K 

(^*-^> : 3 0 : l frh 2 : l) u 3 - (5 - 1 

Kn^->- l -^vV7 5> - 2 7"n/r/lifjVh3- (5-fcKn 

^rv-2, 3-ytKn-l-^yy*77>-2-'f^) 7°u /r/Jif^oS 
#W (0. 5 6g) ^i»at|#/; 0 

iH-NMR (CDCI3) £ 1.25, 1.26 (3H, t), 1.97-2.08 (0.84H, m), 2.47-2.55 ( 
0.84H, m), 2.70-2.85 (1.56H, m), 3.07 (1. 16H, t), 3.24 (0.42H, dd), 4.07 
-4.21 (2H. m), 4.69-4.83 (0.42H, m), 4.97 (0.42H, s), 5.23 (0.58H, s), 6 
.30 (0.58H, d), 6.57 (0.86H, s), 6.65-6.67 (0.42H, m), 6.72 (0.58H, dd), 
6.88 (0.58H, d), 7.22 (0.58H, d). 
[0 3 4 2] 
10 2 

(5-^ h^rv- 1 -^>V7 7>-2-^f;V) SJ=g|j^;v 
[ft 2 2 4] 




(5-^ h^y-l-^>v'77>-2-^;i') (2. 4 0 g) «r 

h5t Kn77« (100ml) KT-fe h > vT > KU > (1. 85ml 
) . h V mi'*X7't > (6. 71ml). 1, 1' - (77y*;^-^) 
^^'Jv?> (2 6. 8 0 g) fcJRfcJniU 0°C-C2P#ra, M^T? 2 B# IRHt&L 

mSE#2 003-3083680 



mm 2003-185241 



^-vl 203/ 



3o:i*t>io:i), *iM*»*#fco Wfcfrfctttttofc^y-^ (1 om 

1) 8 3R5£07K»^hy^A*»«t (1 Oml) *SD^T-» 

fAtm »«t«r«EE«*LTJfi^jS»*»/to itL^-x.^y-;V ( 1 0 m 1 

) kzmmzit. mrnm (o. imi) ^sn£> -ifebn«t«atLfeo 

b^97-f- (AJpt>:ifxfjV=2 0 : 1**^5 : l) -effiss u . S 69% 

(0. 4 6g) Jittftat^o 
1H-NMR (CDC1 3 ) S 1.28 (3H, t), 3.79 (2H, s), 3.82 (3H, s), 4.20 (2H, q 
), 6.55-6.56 (1H, m), 6.83 (1H, dd), 6.97 (1H, d). 7.31 (1H, dd). 

[0 3 4 3] 
##M 10 3 

(5 — Kn^y- 1 -^ay w <y >- 2 -4 )V) 

lit 2 2 5 ] 



SSflST/l^-^A (0. 5 3g) (4ml) fcjRj»3>H\ *9&y<f- 

(1. 6 5ml) *i«TU i-e»fliLfco (5-^ 

b*y-l-^W7 7y-2-'f;v) |^iif;K7) (0. 3 7 g) 

(4ml) SrJnx.. gffiT?3R#K»#L7fc 0 ^fi-frSfcfc^&iniU fffc®^ 

)V=2 0 : 1#*>5 : 1) T'ffltU il» (0. 2 9g) £*tM#»fc LT&fc 




tiifE#2 003-3083680 



#M 2003-185241 



^-P I 204/ 



1H-NMR (CDCI3) d 1.28 (3H, t), 3.78 (2H, s), 4.21 (2H, q), 5.10 (1H, s 
), 6.48 (1H, d), 6.73 (1H, dd), 6.88 (1H, d), 7.24 (1H, d). 
[0 3 4 4] 
10 4 

h D 7)Vj-uji ? y ;*;i/*>|g2 - *)V^ )V- 5 — * f^-/7x^ 
[ft 2 2 6 ] 
MeCL /OTf 



2 - 1 Kn ^ y - 4 - ^ b 4 y ^ >X 7 JVf k K ( 1 0 . 0 g) Sr-fh^fcKn 
77> (2 0 0ml) ^*#*§?£-£\ 2k#TT? £ V f> (39ml) > f'J7W 

(12. 2ml) fcJEfcin*.. M-e— IfeftflsLfco 

^nv^77^ (^^r^ I Wr&^7-fl'=2 0 1 5 : l) tilU 

itttt (13. 0 7g) £fa#ctft LT#7t 0 

iH-NMR (CDCI3) a 3.92 (3H, s), 6.87 (1H, d), 7.03 (1H, dd), 7.94 (1H, 
d), 10.12 (1H, s). 

[0 3 4 5] 
##M 1 0 5 

(E) -3- (4-^h^r^>-2- I [ (f'j7Wn>f^) * 
+ y| 7x^JV) - 2 -7°n^>^oi^-;i/ 
[ft 2 2 7 ] 



^•^;i/^^^yf^^jc^;i/ (6. 1ml) Of h9KKn79> (10 0ml 

) tK^t. 6 0 %7jc^bf h y * 7 -* ^fl&tto (2 . 2 g 





mSE#2 003-3083680 



#® 2003-185241 : 205/ 

5 F^ry7x^ (10. 0 g) (DTYyt Kn7?>»i ( 
5 0ml) * Jn£. 0 < C*C 2 B#H«#Lfco RJfcifcfc 1 *5©ftB**:in;U- ftS*^ 

-f -TictiSL (^^r^>- : ft^"f-^= 20: lHio: 1) , Sfidtt ( 
9. 0 7 g) SrflMtftofc LT#£ 0 

iH-NMR (CDCI3) a 1.33 (3H, t), 3.86 (3H, s), 4.27 (2H, q), 6.38 (1H, d 
), 6.86 (1H, d), 6.95 (1H, dd), 7.63 (1H, d), 7.80 (1H, d). 

[0 3 4 6] 
##$J 10 6 

(E) -3- (2 —TV fr- 4 h^y7x- ;V) - 2 - ^n^y^c^-;^ 
[ft 2 2 8] 




(E) -3- (4-^ I [ (hV7^n^f;v) * 

7x-;l/) -2 -7°n^>^j.^-;i/ (8. 9 2 g) ON, N-vV^;W* 
;v A T S K#?ft (10 0ml) t:lffi^TT7 'J )V Y V V (9.2 

ml) (f'j7x-;i/^7^) A°7y7A (1. 4 6 g) 

-es^u y^isVA-tim, mmzmz'S&Ltzo 

= 30: 1H20: 1*610: 1) , (5. 8 4 g) fcflrfftfci: LT 

iH-NMR (CDC1 3 ) 5 1.32 (3H, t), 3.50 (2H, d), 3.81 (3H, s), 4.24 (2H, q 
), 4.98-5.11 (2H, m), 5.87-6.00 (1H, m), 6.25 (1H, d), 6.73-6.79 (2H, m) 
, 7.55 (1H, d), 7.91 (1H, d). 

[0 3 4 7] 
##011 10 7 

3- (4->h^y-2-7 , nii>7x;jV) -fu/^y^^)V 



miE# 2003-3083680 



#M 2003-185241 



i-i? I 206/ 



lit 2 2 9 ] 



MeO. 




CQ 2 Et 



(E) -3- (2-7'J^-4-^ h^rv7x-JV) -2-/n^>txf^ ( 
5. 2 3 g) ©Sixf^M (5 0ml) id 0%a'7^A-^| (1. 0 

gtx^=3 o I ltf><b 5 I 1) , gftg* (5. 3 5 g) *mtmt lt#/;, 
1H-NMR (CDCI3) a 0.98 (3H, t), 1.25 (3H, t), 1.57-1.65 (2H, m), 2.51-2 
.58 (4H, m), 2.86-2.91 (2H, m), 3.77 (3H, m), 4.13 (2H, q), 6.65-6.70 (2 
H, m), 7.04 (1H, d). 

[0 3 4 81 
#%#IJ 1 0 8 

3- (4 Kd^>- 2 - 7"nif;V7x-^) yn^^ixf^ 
Wb2 3 0] 



^fcT/l^-^A (4. 0 2g) ^b;^x> (3 0ml) Kluftf-^ 
^Jr-)V (13ml) &}-~K%Z>t-?MWLfz 0 t<D^ 3- (4- 

h^v- 2 -:7°n t?;V7^~;v) 7°n/\°>^c^-;v (3. 0 2 g) <^)f;vx> 

»ts (1 omi) muz., mwLX-znmwfrLtzo mj&w&m~fo*Mz., mm 
^=20 : 1^62 : 1) tin, em® (2. 5 2 g ) zmwrntLxn 

!H-NMR (CDCI3) 0 0.97 (3H, t), 1.24 (3H, t), 1.52-1.65 (2H, m), 2.50-2 
.56 (4H, m), 2.85-2.90 (2H, m), 4.13 (2H, q), 6.59 (1H, dd), 6.63 (1H, d 




fcHSE# 2003-3083680 



2003-185241 



: 207/ 



), 6.97 (1H, d). 

[0 3 4 9] 
##M 10 9 

2- (2-^nn-4-^f^>7xy^y) - 2 f ;v/DA'>Iif ;v 
Mb 2 3 1] 



4-^^y-2-?nn7x/-jv (2. 0 g) <9N, N-^W;l/A7 
(10ml) fc, 2-^n-t-r V ^ (2. 0ml) £*n£, ?K 

^•T-e6 o%7K^kf- > v i >Aoao»/'C9 7'f >mm^j (o. 6 6g) fcinx, 
^za-e— b&, «#L^o 6 o %7X^b^- h y •> Aco^tf)/^ -7 w ( 0 . 

3 0 g ) ^iiJnu si^FiwMza-ca^L^o *«r*#T-cin*.;fc&, s^m^^ 

?-;i/=5 : 1) -eflNRU (1. 0 1 g) *»at#f; 0 

1H-NMR (CDCI3) § 1.31 (3H, t), 1.56 (6H, s), 3.76 (3H, s), 4.26 (2H, q 
), 6.68 (1H, dd), 6.92 (1H, d), 6.95 (1H, d). 

[0 3 5 0] 
###1 1 1 0 

2- (2-^nn-4-tKnJrv7x/Jfy) -2-^f)l'7'D^>ixfA' 
Mb 2 3 2 ] 



HO 

###0 10 9 ~£%tz 2 - (2-7nn-4->^y7x;^fv) -2-^^;V 

tbWMS ^H-NMR (CDCI3) $ 1.30 (3H, t), 1.56 (6H, s), 4.26 (2H, q), 4.8 
4 (1H, s), 6.61 (1H, dd), 6.88 (1H, d), 6.90 (1H, d). 





Me Me 



m£W 2003-3083680 



#M 2003-185241 



s<-i? I 208/ 



[0 3 5 1] 

1 1 

-x^vf-^S- [4 — yjuj-u- 3 - h^v) 
[ft 2 3 3] 



[4-7;v^-n-3- (^b^v^h^rv) "7^ — ;v] (5. 28g 

) (7)@j=^jn^-;i/^fl£ (60ml) »Tt% h i; jc?-;U7* > (4. 8ml 
) „ ^ry^^n^^F (2. 3 1ml) fciSTU 30^«#^ o 

^WMT^F (10 0ml) ^*ffim.JJV (3. 90 

^D7f^77^- : ffc&i?-;i/= l o : : l) till, 

EM® (5. 6 0 g) Sr«uR»i: LT#£o 

iH-NMR (CDC1 3 ) a 2.34 (3H, s), 3.52 (3H, s), 4.05 (2H, s), 5.19 (2H, s 
), 6.85-7.04 (2H, m), 7.12 (1H, dd). 

[0 3 5 2] 

1 1 2 

2- | [4--7;V^-n-3- Uf^y^f^ry) x;i/7r-;V| - 

2 -^^-)Vy°u^>W.^-f-)^ 
[ft 2 3 4] 



^^^•^^-^S- [4-7;i^n-3- (^h^rv^h^rv) (2. 
5 0 g) <D3-f> y-^mffi. (20ml) 1 it^Kmft^ MJ^A (11ml) 

£#n;L, m^-e-%M#L7Co ll^Ii-eHftti, ft»xf^-e*m * 





ffiiE# 2003-3083680 



#M 2003-185241 



^— *J 209/ 



&#fco £*l£N, N-^WM7U' (3 0ml) Ki§JS$-*2\ 

(2. llg), 2-7 , n€^y@gtxf;v (l. 80ml) £2JD*., ^ 

(^-^> :i^m^^^=3 o:ihio:i) tisi, 

gf» (1. 9 5 g) ^rM»^ Lt#f; 0 

1H-NMR (CDCI3) £ 1.27 (3H, t), 1.52 (6H, s), 3.51 (3H, s), 3.78 (2H, s 
), 4.13 (2H, q), 5.20 (2H, s), 6.86-7.04 (2H, m), 7.12 (1H, dd). 
[0 3 5 3] 
H 1 1 3 

2- [ ( 4 - 7 ;v t n - 3 - 1 K n ^ y ^ > y x^7t-^] -2-^^-;v 
[fti2 3 5] 



2 -^^;V7°n/N'>^Jc^;i/ (1. 0 g) y (10ml) icattt 

m (0. 5ml) *MtL, 5 0 - 6 0 "Cf 1 IfW^ t Stxf 

*#fe£#fco 5£aE£ *m7A7n7h^77^- (^*^>- : HsB^?- 
JV=10: H^2: 1) T*Jfi!RU g#J^ (0. 8 6 g) &mmdtLX&fz 



1H-NMR (CDCI3) 5 1.27 (3H, t), 1.53 (6H, s), 3.75 (2H, s), 4.13 (2H, q 
), 5.25 (1H, br), 6.74-6.79 (1H, m), 6.93-7.00 (2H, m). 
[0 3 5 4] 
1 1 4 

3-?>^*m.S- (2-"7;i/*n-5-^ Kv^>y» 




i±5fE# 2003-3083680 



#K 2003-185241 



^-v: 210/ 



Ut2 3 6] 




^tttf ; !H-NMR (CDC1 3 ) a 2.35 (3H, s), 3.76 (3H, s), 4.11 (2H, s), 6.6 
8-6.76 (1H, m), 6.85-6.98 (2H, m). 

[0 3 5 5] 
###I 1 1 5 

2- [ (2 -7)lr*u- 5 b^r->^^v^) *;V7r-;i/] -2-^^;U7 9 
Hb2 3 7) 



##M1 1 2^i-^t|Wl^^LT. ae^^^^o 
; !H-NMR (CDCI3) 8 1.27 (3H, t), 1.55 (6H, s), 3.76 (3H, s), 3.8 
4 (2H, s), 4.11 (2H, q), 6.67-6.77 (1H, m), 6.85 (1H, dd), 6.92 (1H, t). 
[0 3 5 6] 
116 

2- [ (2 -7)V*U- 5 Fn^y^>y» ^;V7 T -;V] -2-^;V 
[it2 3 8] 



1 5T^#7t2- [ (2 --7;l/^-n- 5 l<^y^yy» 7^77- 
;v] -2 -^^n/^iP^vj: (9, 0 8 K^1^?££|5]#KLT 





fct}fE#2 003-3083680 



mm 2003-185241 



^-v: 211/ 



m#fa ; iH-NMR (CDCI3) a 1.25 (3H, t), 1.55 (6H, s), 3.81 (2H, s), 4.1 
0 (2H, q), 5.40 (1H, s), 6.64-6.69 (1H, m), 6.80-6.93 (2H, m). 
[0 3 5 7] 
1 1 7 

(2-7;vtn-3->h^r'>7i-^) 

Mb 2 3 9] 



gj *59-60r ; 1H-NMR (CDCI3) 8 1.87 (1H, t), 3.88 (3H, s), 4.75 (2H, d) 
, 6.88-7.09 (3H, m). 
[0 3 5 8] 
1 1 8 

x^>f«S- (2 -7;v*n-3-p< f^y^>^» 
[fb 2 4 0] 



1 7T1#^ (2-7Wn-3->l«*y7x^) **y-;v.fc!K 

ttMi 1 l^t^ft^rawat, 

', iH-NMR (CDCI3) 5 2.38 (3H, s), 3.86 (3H, s), 4.16 (2H, d), 6.8 
2-7.01 (3H, m). 

[0 3 5 9] 
1 1 9 

2- [ (2 -y)V^ru- 3 h ^v^^v^i/) ^^77^^] 





mtE# 2003-3083680 



#M 2003-185241 ^- *J : 212/ 



[ft 2 4 1] 




##00 1 1 (2--7;l^^n-3-^ h^y^>y» 

iO, ##081 1 2 tc^i"^i:|WI«tcbT. BWttftfco 
M^%;!H-NMR (CDC1 3 ) a 1.28 (3H, t), 1.55 (6H, s), 3.86 (2H, s), 3.8 
8 (3H, s), 4.14 (2H, q), 6.81-7.02 (3H, m). 

[0 3 6 0] 
##M 12 0 

2- [ (2-7;l'tn-3-tKniry^>y» ^^^t-;^] -2-^^;l^ 
[ft 2 4 2] 




##M 1 1 9 2 - [ (2-7;l/tn-3-^ f^rv^>y» j*;V7 T - 

;v] -2-^^I/7°n;ryixf;i/J;l5 > ##m 0 8 K^I-TJ&t ISMtK LT 

; iH-NMR (CDC1 3 ) a 1.27 (3H, t), 1.55 (6H, s), 3.86 (2H, s), 4.1 
3 (2H, q), 5.29 (1H, d), 6.80-6.99 (3H, m). 

[0 3 6 1] 
##0fl 1 2 1 

(2-7Wn-3-^f^fV7x^) T-bf-f 1 ;^ 
[ft2 4 3] 




##0!l 1 1 7 -e#£ ( 2 



ffitiE#2 0 0 3 - 



3 0 8 3 6 8 0 



mm 2003-185241 



^- P I 213/ 



•mVm'^K-MR (CDCI3) a 3.76 (2H, s), 3.89 (3H, s), 6.91-7.15 (3H, m) 

[0 3 6 2] 

##M 1 2 2 

[ft 2 4 4] 



(2-7Wn-3-^K'>7x-A') T-feh— h';;V (0. 7 7g) , 8 3B 
5E7k^ft^ h y ? A (10ml) *5 J: J -)V (10ml) OrJ^t/£— H& 

0ml) fc**U (0. 1ml) fcinix.. -BfeiD^i^ Lfco 

A?n7^77^ Kt>:it^=l0 : l) K-offiKU gfi^tJ 

(0. 7 9g) *MmotL"Cfttzo 
1H-NMR (CDCI3) 5 1.25 (3H, t), 3.65 (3H, s), 3.87 (2H, s), 4.16 (2H, q 
), 6.79-6.90 (2H, m), 6.98-7.04 (1H, m). 
[0 3 6 3] 
12 3 

[ft 2 4 5] 





F 



mtE# 2003-3083680 



#M 2003-185241 



^-vl 214/ 



##M1 0 8^f^t|SI#l'Lr, Blftt^f^o 

; iH-NMR (CDCI3) a 1.26 (3H, t), 3.65 (2H, s), 4.17 (2H, q), 5.5 
1 (1H, s), 6.73-6.86 (1H, m), 6.88-6.98 (2H, m). 

[0 3 6 4] 
##M 12 4 

4-^nn-3- (^h + y^b^^) 
[lt2 4 6] 



4-^DD-3-H Kn dr v^J,#^ ( 3 . 1 1 g) Of f7^FD77 

(5 0ml) CN-xf;i/yVy7°nt:;l/7r/ (9. 4ml) h^nn^fiV 

(3. 5ml) ZIjuzl, — Ife. inf&MsfL mm^^x^m 
-x.^ ;v=3 0 : 5 : 1) tr»§£U Bfi^ (4. 3 9 g) lt 

iH-NMR (CDCI3) S 3.53 (3H, s), 3.54 (3H, s), 5.31 (2H, s), 5.47 (2H, s 
), 7.45 (1H, d), 7.68 (1H, dd), 7.84 (1H, d). 
[0 3 6 5] 
12 5 

[4-^nn-3- > h 3=- v) 7i-Jk] *9J-)V 

Ut2 4 7] 



##M 1 2 4 -Z%tz 4 -y- n n - 3 - (^h^v^h^rv) h 

tibftMl ; iH-NMR (CDCI3) 5 3.52 (3H, s), 4.64 (2H, d), 5.25 (2H, s), 6.9 
1-6.96 (1H, m), 7.17 (1H, d), 7.34 (1H, d). 





ttilE# 2003-3083680 



#M 2003-185241 



^— 215/ 



[0 3 6 6] 

12 6 

[ft 2 4 8] 



CI 




HO 



CC^Me 



[4-*nn-3- Uh^y^F^y) 7x-;V] (2. 0 1 g) 

, 7-b^y7>tKr/ (1. 4ml) &<£ CT b V "Tf-fr'frT. 7 4 > (5. 0 
ml) «f f7tKn77> (100ml) ^flgtH 1 , 1 ' - (T V*v7J 
;v) y^'Jy> (5. 0 5g) «rgfi"Cin*.fc^ — ?fe«#L;fco 

f>5 : i) , mfflto*&fc 0 -&btifcmmo*x-9y-fr (1 omi) £i#fls$ 

zmfeymnti- Y v v& (5 mi) £#nx.. -i&M&afltLfco KiS^o^ 

u mk^^x- 2 mam 

^%*#^o *LfcflM#»£ 1 0 %8Mfc- * * ^ (10ml) 

I? $ -g\ Mia-e— L o ^ * z$J±@* L> v y # * 7 A * n ^ > ^ 

: l£m^;v=2 0 : itf>«b5 : 1) tcrffl^u Siftt? ( 

0. 5 5 g) «rMtftWfcLT»^o 

1H-NMR (CDCI3) 8 3.56 (2H, s), 3.69 (3H, s), 5.68 (1H, s), 6.79 (1H, d 
d), 6.94 (1H, d), 7.25 (1H, d). 
[0 3 6 7] 
1 2 7 

S- [4-;an-3 - (^h^fy^KV) 

[ft 2 4 9 ] 




mSE# 2003-3083680 



#M 2003-185241 



**—*J: 216/ 



»^*;lH4WR (CDC1 3 ) 8 2.34 (3H, s), 3.52 (3H, s), 4.05 (2H, s), 5.2 
3 (2H, s), 6.88 (1H, dd), 7.09 (1H, d), 7.27 (1H, d). 

[0 3 6 8] 

12 8 

2- [ (4-^nn-3-tKn^y^>y» X;l/7 7-;V] -2-*^)Vy° 
[ft2 5 0] 



x^>ftf S- [4-?nn-3- (^f^y^h^v) (1. 7 

2 g) <7)i^y-;V--r h^t: FD7 7>II (1 0m 1 - 1 0m 1) KlMfc 

XMiki- h'JvA (iomi) fciniU m®-? 3 s wst^ Lfco 1 Si^mm-em 

(3 0ml) IfcBfe*';* A (1. 3 7g) > 2 -^n*>f ygftBlJ. 

(1. 2ml) £Un;L, 5 0 "ce-W^Lfco ffiSxf^-eM^ 7jc. 

o : 17)^1 o : l) tiiu iiM***#fco nhfctzmwfo*^? ; -)v ( 

iomi) i^mm (o. imi) ^jnx.> eort-i^Uo 

nvWtm ^*«JBES*LT^©*#^o ^l*y'J*W7A 
7n7f^ 7 7^ - (^-tf-v :@^m-x^;v=2 0 : \ 5 : l) "C*»1L, 

(0. 4 5 g) *»«*tlt^, 
iH-NMR (CDCI3) <? 1.27 (3H, t), 1.52 (6H, s), 3.76 (2H, s), 4.12 (2H, q 
), 5.58 (1H, s), 6.82 (1H, dd), 6.98 (1H, d), 7.22 (1H, d). 




Me Me 



ffi!E#2 003-3083680 



mm. 2003-185241 



^— 2>: 217/ 



[0 3 6 9] 



12 9 
(3 -t Kndpy- 
Hfc2 5 1] 



OH 

3-4 >rVV y > (5. 0 g) ON, N-^f^/UAT^ Kjfit (15 0 
ml) KJitH^'j^A (5. 1 4 g) , /n*S»xf^ (4. 13ml) ZtiW 

•9->-^mx-^-;W tflL, B&J® (1. 4 7g) LT?#fc 0 

M ,£181-182*C ; iH-NMR (CDC1 3 ) 5 1.25 (3H, t), 4.22 (2H, q), 4.84 (2H, 

s), 7.09-7.20 (2H, m), 7.41-7.49 (1H, m), 7.77 (1H, d). 

[0 3 7 0] 
###!J 13 0 

5- (^h^rv^h^rv) - 2 -~ h n^yXT^ft K 
[ft 2 5 2] 



5 — t: Kn^-> - 2 - - h n^>X7^f t K (2 5g) ON, N-v^f^^* 
;VAT5 K$£$£ (3 0 0ml) l^nn>fjV>f;vx-TiV (13. 7ml) 
£in£. ?KitT-e 6 0 %%mikf- Y V V A "7 -f >«tJ ( 7 . 2 g ) 

. 3 7 g) LtSfc, 

Sll*68-69 0 C ; 1H-NMR (CDCI3) 5" 3.49 (3H, s), 5.29 (2H, s), 7.29 (1H, dd 
), 7.46 (1H, d), 8.15 (1H, d), 10.45 (1H, s). 




fcBKE# 2003-3083680 



mm 2003-185241 



^-v: 218/ 



[0 3 7 11 

13 1 

5- f^y^t f^rv) - 1 v*f 1 7 x > - 2 - * ;v 
Ut2 5 3] 



5- (^f^y^h^y) -2-cbn^yX7^ftF (2 0g) <ON, N- 
y^WMTU'iil (3 0 0ml) K^^V rr-;vl^f-;V (12. 5 
ml) t^m^'^A (16. 3 6 g) £#n;U 6 0 T^-Bfc^L/io 7&Z1m 

(^^r-9-> :nm^^=3 o : 5 : l) tffilt, 

SW® (6. 6 0g) *-MttU-C#^ 0 

iH-NMR (CDCI3) 5 1.40 (3H, t), 3.50 (3H, s), 4.39 (2H, q), 5.22 (2H, s 
), 7.18 (1H, dd), 7.49 (1H, d), 7.72 (1H, d), 7.95 (1H, s). 

[0 3 7 2] 
##M 1 3 2 

[5- (^f^yy f^v) - 1 -^>y^jc>- 2 
[ft 2 5 4] 



##!13 1TW:5- Ub^y^f^y) - 1 -^>7ft7x> - 2 

M*74-75<C ; iH-NMR (CDCI3) d 2.03 (1H, t), 3.50 (3H, s), 4.89 (2H, d) 
, 5.21 (2H, s), 7.05 (1H, dd), 7.12 (1H, d), 7.38 (1H, d), 7.67 (1H, d). 

[0 3 7 3] 
##M 1 3 3 

[5- (^h^y^h^y) - 1 ~^<yy^juy- 2 — f ;v] r-feh-h 1 ;^ 





miiE# 2003-3083680 



#M 2003-185241 



^-v : 219/ 



Mb 2 5 5] 



MOM' 



"CO- 



.CN 



###J 1 3 2 T-#7t [5- (^f^rv^h^y) - 1 -^>v^^>- 2 
] ^/-^Jk 8 8 bZTfi-flj&tmn^ Lt, aW%£#*:o 

•^WJ^H-NMR (CDC1 3 ) a 3.51 (3H, s), 3.97 (2H, d), 5.22 (2H, s), 7.0 
8 (1H, dd), 7.23 (1H, s), 7.40 (1H, d), 7.65 (1H, d). 
[0 3 7 4] 
13 4 

(5 -fc Kn^v- 1 2 --f;v) WW.^^)^ 

Ut2 5 6] 



[5 - h^rv^ F^ry) - 1 -^yy^^y- 2 --f ;v] T-fe h~ h V ;v ( 
1 . 0 3 g) ^a.^y-;i/ (10ml) Kmmmt, 8M7Z&Mi\:i- b'J^A ( 
10ml) £2JD;U -^P^MtTto KJ£f£0^$E£MJ±^*U ji^l^R. 

mvm* 1 0 %mm- ( 1 o m 1 ) imm^^t^ m&x—mmw Ltz 

^-;V=4 : l**f>2 : 1) CTilL, 3 KM (0. 4 3 g) £#Pl»£LT# 

M^136-137t: ; iH-NMR (CDCI3) 8 3.75 (3H, s), 3.89 (2H, s), 5.09 (1H, 
s), 6.86 (1H, dd), 7.03 (1H, s), 7.10 (1H, d), 7.59 (1H, d). 
[0 3 7 5] 
13 5 

5- Of^yn^y) - 1 y y*f 1 7 x y - 2 - ^/ ;i/;^vf t F 




tUfiE# 2003-3083680 



2003-185241 



220/ 



[ft 2 5 7] 



MOMO. 



CHO 



##J13 2t#/; [5- (^h^h^ry) - 1 4 /fx>- 2 ->f ;V 

1H-NMR (CDC1 3 ) 8 3.51 (3H, s), 5.25 (2H, s), 7.25 (1H, dd), 7.58 (1H, 
d), 7.78 (1H, d), 7.94 (1H, s), 10.07 (1H, s). 

[0 3 7 6] 
###fl 1 3 6 

(E) - 3- [5- -i-^>v^^>-2--r;v] -2 

[ft 2 5 8 ] 



#fWl3 5t#/:5- Uh^rv^h^v) - l-^>yft7x>-2-* 

ttjfiC81-82'C ; !H-NMR (CDCI3) a 1.34 (3H, t), 3.50 (3H, s), 4.27 (2H, q) 
, 5.22 (2H, s), 6.27 (1H, d), 7.11 (1H, dd), 7.37 (1H, s), 7.41 (1H, d), 
7.66 (1H, d), 7.84 (1H, d). 
[0 3 7 7] 
13 7 

3- [5- f^ry^ h^r"» - 1 -'O '/f-xy- 2 ->f ;V] 7°n/-?>@£x. 

[ft 2 5 9] 
MOMO ^ _ 



(E) -3- [5- (^f^ry^h^y) - 1 V^J^>- 2 ->f ;U] -2 

-yn^^jc^v (1. 4 6g) (2 0ml) Kl Q%J^7 



MOMQ 





tt\liE# 2003-3083680 



#SS 2003-185241 



^-y. 221/ 



^9A-^5R (1. 0 g) £2jn;L, 7ft*#B^T^ £i&-e- mtWLtzo mm* 

vh^57-f- (^*^> :i^^^-;v=2 o : i*»e>5 : i) k-ommku a 

tt» (1. 2 0g) fcflrttti&fcLTWfco 

1H-NMR (CDCI3) 5 1.25 (3H, t), 2.73 (2H, t), 3.21 (2H, t), 3.50 (3H, s 
), 4.16 (2H, q), 5.20 (2H, s), 6.96 (1H, s), 7.00 (1H, dd), 7.33 (1H, d) 
, 7.62 (1H, d). 

[0 3 7 8] 
1 3 8 

3- (5 — Kndfy- 1 -^yy^.x>- 2 -7 0 n/N°>^i^-;u 
HI 2 6 0 ] 



3- [5- (^h^S^h^v) -l-^^/fi>-2->f^] -/n/^g^c 
(1 . 2 0 g) *^?S-)l> (20ml) (1ml) * 

IN*-, 6 0lCT«3^i#Uco »&«:*1M*U If^^-C^U tK, 

5:1^^1:1) tin, a#j% (0. 87 g ) itfti&t^xntzo 

M,£lll-113t; ; iH-NMR (CDCI3) a 1.25 (3H, t), 2.73 (2H, t), 3.20 (2H, 
t), 4.16 (2H, q), 5.19 (1H, s), 6.82 (1H, dd), 6.89 (1H, s), 7.06 (1H, d 
), 7.56 (1H, d). 

[0 3 7 9] 
##011 1 3 9 

(E) -4- 12-^^-5- [4- (f'J7Wn>fjl/) 7i-^] -3 
-7'J ;W - 3 1 




ffifE# 2003-3083680 



Sfcm 2003-185241 



^-v I 222/ 



[ft 2 6 1] 




Kn^y^nt:;!/) h V 7x-;wt7't- , )A7'n 5 F (12. 41g 
) Orf7tKD7 7>W (6 0ml) t:MTT'n-7'f ;^Jf-7A (1 
. 6M ^^>mm, 3 6ml) £?gTU 3 0^tm 2-p<^;V-5- 
[4- (f'j7;^n^f^) — 3 -7^7;Vft K (6. 4 1 g) 

<d-tY7kvu7 7 >mm (50mi) zmr u tK^t-c i . 5 mmmw^fz 

W7A^nv f^7^ (^-9-> : f^^jc^;i/= 10 : i*f>i : 1) 

-effiSU Bl» (4. 7 7g) ^MtLt^o 

1H-NMR (CDCI3) 5 2.37 (3H, s), 2.47 (2H, q), 3.75 (2H, t), 5.90 (1H, d 
t), 6.30 (1H, d), 6.82 (1H, s), 7.60 (2H, d), 7.70 (2H, d). 

[0 3 8 0] 
##M 14 0 

4- | 2 5 - [4- ( h V yfrtu 7x-Jl/] -3-7'JJV 

I - 1 

Kb 2 6 2 ] 



##M13 9-C#7c (E) -4- 12-^^-5- [4- (b'J7Wn^f- 
;v) 7x^;v] -3-7'J;H — 3 — 7*r y— 1 — ^ — ;u J: ^ 9 &ctk1- 

ftMTctf ; iH-NMR (CDCl 3 ) 8 1.59-1.65 (5H, m), 2.29 (3H, s), 2.36-2.43 (2 
H, m), 3.64-3.70 (2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

10 3 8 1] 
##M 1 4 1 

.x* y^tms- I [5- (^ h^v^ l^v) - 1 -^>y^>-2--f ;u 




ffiSE# 2003-3083680 



#M 2003-185241 



^-v: 223/ 



] **f-M 

Ut 2 6 3 ] 



-co- 



SAc 



|t«13 2-e#/: [5- (^f^y^f^ry) - 1 -^V'/fi>- 2 - <Y /U 
] ###fll 1 1 K^I-^&^IWtft^LT. g»^#f; 0 

frttfcfe ; !H-NMR (CDCI3) 5 2.37 (3H, s), 3.49 (3H, s), 4.35 (2H, s), 5.2 
0 (2H, s), 7.02 (1H, dd), 7.11 (1H, d), 7.34 (1H, d), 7.60-7.63 (1H, m). 

[0 3 8 2] 
###!J 14 2 

2- ( I [5- (>>^y^f^y) - 1 v^jc>- 2 ->f ;v] 

Kb2 6 4] 



#fMl4 1t'#/^^>f«S- I [5- (>Ky^*y) - 1 

iH-NMR (CDCI3) 8 1.26 (3H, t), 1.55 (6H, s), 3.49 (3H, s), 4.10 (2H, s 
), 4.11 (2H, q), 5.20 (2H, s), 7.00 (1H, dd), 7.08 (1H, s), 7.32 (1H, d) 
, 7.60 (1H, d). 

[0 3 8 3] 
14 3 

2- 1 [ (5-t Kn^y-i-^>/fxy.-2-^;i') ^77- 
Mb 2 6 5 ] 




Me Me 




Me Me 



ffiBE# 2003-3 0 83680 



&m 2003-185241 



^-v : 224/ 



##M 1 4 2 2 - ( I [5- (^h^rv^b+y) - 1 

2 — f x^7 7-;v) - 2 -^f;v/n;r/ixfji/j; 19, ###J 

l3 8t:^t^t|sli{:U, gfi^^ffco 

*ffrl» ; iH-NMR (CDCI3) d 1.25 (3H, t), 1.56 (6H, s), 4.05-4.16 (4H, m) 
, 4.93 (1H, s), 6.85 (1H, dd), 7.04 (1H, d), 7.08 (1H, d), 7.57 (1H, d). 

[0 3 8 4] 
##M 14 4 

tert-W [ (2 -7*) )V) ^f^rv] 

Ut2 6 6] 



TkirftV^AT^ ->7A (9. 2 g) (Of f7HKn77> (2 0 0ml 
) 7k<£T\ 2-^f;i--3-7nSifJv (3 1. lg) <off7t 

Kn77> (10 0ml) Si^iTt^ 0 1 WFMWfcLfzo KM^Mir 
LT,*(9ml), 15 %7jc@Mbf- h U * A?jc?#i£ (9ml) , 7jc (23ml 

±T#£M#ctK 4-N, N-^W^yifV'W (1. 2 g) „ h'j^. 
f;i/7 5 > (33. 8ml) <7)ff7tKa77> (250ml) f&m^ MfiL 
"etert-7Waoy7f;Vy7> (3 3. 5 g) fcJnx.^ ^©iHife 

*7A^n7h^77^-i:tiSL (^r-9-> : g^m^^^= 15:1), § 
fttt (3 8. 2g) tmtkWtLTmzo 

iH-NMR (CDCI3) (J 0.08 (6H, s), 0.91 (9H, s), 2.26 (3H, s), 4.51 (2H, s) 
, 6.31 (1H, d), 7.22 (1H, d). 
[0 3 8 5] 




ffiiE# 2003-3083680 



#M 2003-185241 



^-v: 225/ 



14 5 

tert-yfJl/ | [5- (5, 5-v^;V-l, 3, 2-^**^ i ;^> 
-2-4 )V) -2-^f^-3-7'J^] ^h^rvl ^f;Vy7> 
[ft 2 6 7] 



2, 2, 6, 6-f f7^f;V^'Jy> (2 7. 9ml) ^fF7tKn7 
7 > (15 0ml) mWLK^ 7K<%T-ei. e^Ttn-^^^^^AO^^r^V 
(10 0ml) ^f^TL, 1 O^lii^t^o a£?£^tr£-7 8°C&c<%£p 
Ltc^u ^->tf y -f V7°n tf;V (4 0. 2 g) Jsitft e r t -T^V (v> 
^;v) [ (2 -p«^;i/-3 -7'JA') ^^y] y5> (2 4. 2 g) ^D^fz 
o itL^-7 8°C-e2B#F^m#t^, 4B#^^ttrm^^m^tC#rSL, ^S. 

^-Bfeti#L^o KJS^*m-fbT>^-'7A7ic^nfti\ wm^^zmm 

±.X~'&fzj&Vt%o t 2 , 2->^^;v-l, 3- ^n^yyt-^ (13. 3 
g ) <DY)V*.y (200ml) m$L*mMre— iMLWLtz 0 KlB%L*7k~?m&L 

mm* mj±^ Ltzo %hfitzm.^.a^^v ^w^^nv b ^-7^ - 

K-cffisiL :mm.^^=3 o : i^?>9 : l) > g» (12. 9 

g) *v4^^tr#^ 0 

iH-NMR (CDCI3) d 0.07 (6H, s), 0.90 (9H, s), 1.01 (6H, s), 2.31 (3H, s) 
, 3.74 (4H, s), 4.50 (2H, s), 6.91 (1H, s). 

[0 3 8 6] 
##M 14 6 

[5- (4-^^y7i-;v) -2-^^;v-3--7';^] 




tBIE# 2003-3083680 



mm 2003-185241 



^-v I 226/ 



Mb2 6 8] 

tert-7f;v | [5- (5, \ , 3, 2 - v^^r^^U > 

-2--OV) -2-^f-;v-3--7 i ;;v] ^ h^v} y^fjvy5> (4. 0 6 
g ) O h^iy-TKfl^^ (3 0m 1 -3 0m 1 ) l^i^h'J^A (2. 5 
4 g) , 4-7*o^7-V-;V (1. 8ml) *mk-, frfcm&ZmmWi&Lfz 
T^^fX (f'j7x-i^X7r/) /^7^7A (0. 7 0 g) £3JDx. 
T> 8 0T^-"B»#L£ o i^m^^-^-e^^ ^H^tK. I^O^m7X^ 

y')*^*7A^o7 h y^yj - : i^^^-;v= 40:iHi 

0 : 1) KMU V^%£#£ 0 iMf >7t Kn79> (2 0ml) 

fh7-n-7'W> ; e-7A7D'JK (lMff7tKn77>^ 
, 1 5ml) JiTL, Ifit'lUKItfL^o ^m^^^t?^m> ^®«r 

fr= 1 0 : Ifrb 1 : 1) «Ls 169% (0. 7 8g) *l§ H H H a: Lt||/; 0 
M <562-64°C ; 1H-NMR (CDCI3) 8 2.34 (3H, s), 3.82 (3H, s), 4.49 (2H, s) 
, 6.49 (1H, s), 6.90 (2H, d), 7.55 (2H, d). 

[0 3 8 7] 
###U 14 6 ( 1 ) 14 6 (4 ) 

##W14 5«t er t-7*f;V I [5- (5, 5-v^f-;V-l, 3, 2 

2 ->f;i/) -2-^;v-3-"7';;i/| b^>t vMf- 
frisyytttfol-ZTV-fr^?*! KJ: V) > ###01 4 6 >7&£ IWtffK t 

[0 3 8 8] 

14 6 ( 1 ) 

[5- (3-7;^D7x^) -2->f;v-3-7'j;i/] 



ttilE# 2003-3083680 



#0 2003-185241 



^-v I 227/ 



[ft 2 6 9] 




0 ^^.Me 



fflttft ; !H-NMR (CDC1 3 ) (5 2.36 (3H, s), 4.50 (2H, s), 6.65 (1H, s), 6.8 
5-6.96 (1H, m), 7.25-7.40 (3H, m). 
[0 3 8 9] 
14 6 ( 2 ) 

|2 5 - [2- (HJ7;vtn^f;i/) 7x-;i/] -3-7'j;H ^ 

Mb 2 7 0 ] 



ibWbl ; !H-NMR (CDCI3) <? 2.37 (3H, s), 4.52 (2H, s), 6.69 (1H, s), 7.3 
4-7.39 (1H, m), 7.51-7.56 (1H, m), 7.70-7.73 (2H, m). 
[0 3 9 0] 
14 6 ( 3 ) 
(2-^f;v-5-7x^;v-3-7';^) 

rft2 7 1] 



ffltftr ; Ift-NMR (CDCI3) 8 2.35 (3H, s), 4.49 (2H, s), 6.61 (1H, s), 7.1 
8-7.24 (1H, m), 7.31-7.37 (2H, m), 7.60 (2H, d). 
[0 3 9 1] 
4 6(4) 

[2-^^;v-5- (4-^f;i'7x^) -3-7V;v] **s-)i> 





ffilE# 2003-3083680 



#M 2003-185241 



I 228/ 



Ut2 7 2] 



.OH 



M^79-80 e C ; 1H-NMR (CDC1 3 ) a 2.34 (6H, s), 4.49 (2H, s), 6.55 (1H, s) 
,7.14 (2H, dd), 7.49 (2H, dd). 
[0 3 9 2] 
14 7 

2- [ (3-^f^y7i^) ^;v7 7-;v] - 2 - ^^-)Vfu/^y^^)V 
Ut2 7 3] 



h^rv^>^f ^*-;l/J; *K ###J9 8 ^^-f^tTO^LT, gift 

'i&V&d ', iH-NMR (CDC1 3 ) S 1.21 (3H, t), 1.49 (6H, s), 3.78 (3H, s), 4.1 
1 (2H, q), 6.88-6.91 (1H, m), 7.00-7.05 (2H, m), 7.18-7.25 (1H, m). 

[0 3 9 3] 
##M 1 4 8 

2- [ (3-tKn4rv7x^;i') x;v7t-;v] - 2 ^i^u^^.*.^- 
)V 

[^2 7 4] 

HO./^.S..C0 2 Et 



1 4 7 -CWc 2 - [ (3 f^ry7x-;V) 7^7 7^^] 

#Pl£t7 ; iH-NMR (CDCI3) S 1.21 (3H, t), 1.49 (6H, s), 4.12 (2H, q), 5.8 
7 (1H, s), 6.81-6.85 (1H, m), 6.95-7.02 (2H, m), 7.13-7.18 (1H, m). 
[0 3 9 4] 





ffifJE# 2003-3083680 



#M2 0 0 3- 1 8,5 2 4 1 



229/ 



##M 1 4 9 

4- [ (3- {2-;*^;V-5- [4- (f'J7^n^fjv) 7x^;V] -3 
[ft 2 7 5] 



3- |2->^;v-5- [4- (hV7;vtn^fji/) 7x-^] -3-7';;v 
( -fu^t>m (0. 8 0g) mf-f'J;« (20ml) K^TT-h 
ijju^VT^ ^ (0. 23ml) , fifteen ^f/U (0. 2 1 g) SrjRTt^o 
3 0^« 4-TS.S-3-**V79>WL^1-MMm&. (0. 3 3 g) , 
>VJ.^;VT^> (0. 23ml) SrJEKflQx., lit 1 . 5B#m«#Lfco 

- (^^-9-> : ^^^;v-=3 : l^fci : l) t-ffiiu (o. 4 

1 g) UH/;o 

»^131-133'C ; iH-NMR (CDCI3) 8 1.26 (3H, t), 2.31 (3H, s), 2.48 (2H, 
t), 2.73 (2H, t), 3.47 (2H, s), 4.18 (2H, q), 4.26 (2H, d), 6.15 (1H, s) 
, 6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

[0 3 9 5] 
###0 14 9 ( 1 ) „ 14 9 ( 2 ) 

3- \2-**-fl'-5- [4- (fV7^tn^f^) 7i-)V] -3-7V^ 
( yD^Vft^t-S^ bT57#J: 19. ##^J1 4 9 ^-r^fc^tc 

[0 3 9 6] 

###0 14 9 ( 1 ) 

4- [ (3- [4- (h'j7;Vtn^f;V) 7x-jV] -3 
-7'j;H 7n;v^f;i/) 757] -3-t^r7^>^>fxf ;l/ 




o 
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^-vl 230/ 



Mb 2 7 6] 




Hi j^l33-136'C ; iH-NMR (CDCI3) S 1.24 (3H, t), 1.34 (3H, d), 2.30 (3H, 
s), 2.44 (2H, t), 2.72 (2H, t), 3.50 (2H, s), 4.15 (2H, q), 4.68 (1H, qu 
intet), 6.17 (1H, d), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

[0 3 9 7] 

14 9 ( 2 ) 

5-^^;v-4- [ (3- |2-^^;v-5- [4- ( h v y)Viru^^-)V) 7 

Ut 2 7 7 ] 



ffiW®} ; iH-NMR (CDCI3) 8 0.72 (3H, d), 0.92 (3H, d), 1.24 (3H, t), 2.1 
7-2.27 (1H, m), 2.31 (3H, s), 2.49 (2H, t), 2.74 (2H, t), 3.50 (2H, s), 
4.16 (2H, q), 4.73 (1H, dd), 6.10 (1H, d), 6.60 (1H, s), 7.57 (2H, d), 7 
.67 (2H, d). 

[0 3 9 8] 
##^J 1 5 0 

4- 1 2 — **?-))/— 5 - [4- ( h U -7;v^-n^^;v) 7 -3 - 7»J^ 

Mb 2 7 8 ] 



4- ]2 5 - [4- (f^il/tn^f^) 7 jl—)V~\ 

I _ ! -7? j -)\, (1 . 1 8 g) ^nn^>|}| (2 0ml) Hh'jx 





ffifE#2 003-3083680 
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^-v: 231/ 



W5> (2. 2 1ml) fciDx., zfc^TT' 3 ttfkflfc* V ^ (2. 5 

3 g) <Dy7f;^;Wt^y« (2 0ml) ^Jjn£> M^-C3 0 3«$L*: 

*7fc«m^^^v^^T^^ iff^imLT»^#f: 0 itL^t e r 
t -7* (3 2ml) IzmMmt, 7K (8ml) , 'J >M 2 Tkfi^ b 'J -7 

A (0. 7 2g) > 2 2 -7t> (2. 1ml) £tJ[]X-> flt^t^it 

m^i- v v * a (o . 5 4 g) ^Jnx., Mia-e i B#r^#L^o f^m^^t^ 
■7 -r - Kt>;|^ixf;v=5 : i^e>2 : l, l : D till, BBrtfe 

(0. 3 6 g) tT#7to 
1H-NMR (CDC 1 3) S 1.87-1.94 (2H, m), 2.29 (3H, s), 2.38 (2H,t), 2.43 ( 
2H, t), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

[0 3 9 9] 
###(1 15 1 

4- [ (4- |2-^;v-5- [4- (> V -7;i/:*n^;i/) -3 
[ft 2 7 9 ] 



##^J 1 5 0 -e#7t 4 - {2-^^;i— 5- [4- (h y -7 )v*u *?-)\,) -7*. 
-3-7'j;H >MX *) , ###fl 14 9 iZTF-m&tmm^ it, 1 

7^V7 77 ; iH-NMR (CDCI3) d 1.27 (3H, t), 1.38 (3H, d), 1.85-1.94 ( 
2H, m), 2.24 (2H, t), 2.29 (3H, s), 2.41 (2H, d). 3.55 (2H, s), 4.19 (2H 
, q), 4.70 (1H, quintet), 6.17 (1H, d), 6.58 (1H, s), 7.57 (2H, d), 7.67 
(2H, d). 

[0 4 0 0] 




0 



ttJlE# 2003-3083680 
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^-v : 232/ 



1 5 2 

2-^f-;v-5- [4- (>V7^tn^f;v) 7x^;v] -3-7nK2- ( 
Kb 2 8 0 ] 



2-^-^;v-5- [4- (h'j7;vtn^f;v) -7^-;^] -3-7ni^f^ 
(4. 8 6 g) «Tf7t Kn77>->^/-^ (5 0 m 1 - 5 0 m 1 ) 

mMKiM&imiki-ywj* (2 6mi) 6orT"4nim^t7to 
i^mm-emtti:L> mm.^^x^ 0 #mm**, m\±^x 

h7tKQ77> (10 0ml) ^t$j=£-i2r, 4 f;VT 5 7 kfU >>> 

(0. 2 1 g) , 1-jc^;v-3- (S-y^f^T^yynti^) tf/l^iM 
< K -:£B|:te (4. 9 2 g) , 2- (PJ>f;Vy'J^) ju? ;-)i> (2. 95 

mimfcxmmk. mymm^v^^^^x^m, mm^m&^Lx^m^ 

o:i*f>io:i) -efMftu (4. 5 2 g ) ^latut 

H>^80-81°C ; 1H-NMR (CDCI3) a 0.086 (9H, s), 1.07-1.16 (2H, m), 2.67 ( 
3H, s), 4.31-4.40 (2H, m), 6.99 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 
[0 4 0 1] 
15 3 

2-p<^;V-2- (4-^f;V7x7^'» 7*n,^@£.i.^;l/ 
[lfc2 8 1] 
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^-v: 233/ 



; X H-NMR (CDCI3) S 1.25 (3H, t), 1.56 (6H, s), 2.27 (3H, s), 4.2 
3 (2H, q), 6.73 (2H, d), 7.01 (2H, d). 

[0 4 0 2] 
##0fl 1 5 4 

2- [4- (yn^^fji/) 7x;^v] -2->^^>Sx^ 

Hb 2 8 2 ] 

/X/O^CQEt 



2-^;V-2- (4-^Wx;^» ^n;r/fxf^ (8. 8 9 g) <D 
mW.^)^SWL (100ml) iz 2 , 2' — T Vtf X (-f V y^n > - h V ;V) 
(0. 3 3g) CN-rn^^yy^U' (7. 1 2 g) SrSUx., — Bfe^ Jnffe 

smLfeo »»*«ra*u ^^-9->t?#jKo ^»**-t?>f h**U 

5i£**EE§*u (12. i3 g ) zmmstLxntio 

mtitm ; iH-NMR (CDCI3) 5 1.23 (3H, t), 1.60 (6H, s), 4.22 (2H, q), 4.4 
6 (2H, s), 6.78 (2H, d), 7.26 (2H, d). 
[0 4 0 31 
15 5 

[4- (2-xh^y-l, /^>y>] ( 

F'J7xxjv) ^*x>ja 7n^K 
Hfc2 8 3] 



2- [4- (7*n€^f^) 7x/^>] -2-^f;V7 p n;^ixf;v (12 
. 1 3 g) Oh;Vx>it (10 0ml) Ch 1 ; 7x-;V^X7-f > (10. 5 

g) zuut. -m, mmmm.Lfz 0 »«e*«ees*l^^ »yW7 , nt' 

^-^i/^flnxT^JMbS-^ Mi^^-c^U §W% (1 7. 3 7 g) £ 





tBIE#2 003-3083680 
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^- v: 234/ 



H>^185-1861C ; 1H-NMR (CDCI3) 8 1.07 (3H, t), 1.48 (6H, s), 4.10 (2H, 
q), 5.10 (2H, d), 6.62 (2H, d), 6.85 (2H, dd), 7.60-7.76 (12H, m), 7.87- 
7.92 (3H, m). 

[0 4 0 4] 
###!) 15 6 

3- \2-^)V- 5- [4- (>'j7^tn^fjV) 7x-;V] -3-7'j;i/ 
I -3 -t^V^nyr/ixf^ 
[4fc2 8 4] 



2 5 - [4- (b 'j 7 )V3s-U 7x-jk] - 3-7nf (1 

3. Og) ©f h5tKn7?v (l 50ml) l'-#;i^~;vv 

-r^^y-;i/ (8. 2 g ) Sr^ffl-ejnx., Wi2^w}i^u, ^oiB^lfc 



*A (2. 4g) fcML-einx., 6 0t:-C-|ft«^Lfeo RJESfK«r*-C#^U 

$£Lt :ifcitx^;v= 1 5 : : 1) „ Bi» (1 3. 3 g) 

!H-NMR (CDCI3) S 1.26-1.36 (6H, m), 3.05 (0.4H, q), 3.11 (1.6H, q), 3.7 
9 (1.6H, s), 4.23 (2H, q), 5.34 (0.2H, s), 6.81 (0.2H, s), 6.95 (0.8H,s) 
, 7.62 (0.4H, d), 7.64 (1.6H, d), 7.72 (0.4H, d), 7.74 (1.6H, d). 

[0 4 0 5] 
##M 15 7 

3- i [tert-7f;v y'j;V] -l- |2-^;U- 

5- [4- (F'J7^n^f^) -3-y')M l 




V 7^1 ( 8 . 6 g ) is «£ v 
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^-vl 235/ 



[It 2 8 5] 




ytcSSHt'j^AT^-^A (1. 1 g) ©th9tKD75> (10 0ml 
) JKStSt-, zfc<£T\ 3- |2-i^;v-5- [4- (fj7Hn^f;v) -7 
-3--7ij;v[ -3 -^y^n/^^JiL^V (7. 1 3 g) <Dr^7 
tKD77> (5 0ml) il^iTL, 0 VX«1 V%mmW Ltz 0 RjE&jS**Jfr 
LT. tK (1ml) , 15 %*BMb^- h V -7 A 7 Xv« (lml),*(2. 5 m 
1) ilRXMTLX. MmvfrmikV^-y&TfrSL-VAZfrML, *r<DZ£W. 

±T?#7fcflM#gK 4-N,.N-^W^li'J^> (0. 2 5g) , YV*. 
fiV7r/ (3. 4ml) Orh7tKn7?> (100ml) IjatJ 
tert-7"Wnny7f;k/7> (3. 0 g) Ztoz., -eolJ- Bfe3f# 

&?u-? y ? 77 j -\z.xnUL i^^-y : mM^^= 1 5 : ifrb9 : 1 
) , (4. 4 4g) *«at#^. 

iH-NMR (CDCI3) (5 0.11 (6H, s), 0.93 (9H, s), 1.29 (3H, t), 1.76-1.86 (1 
H, m), 1.98-2.12 (1H, m), 2.74 (2H, q), 3.44 (1H, d), 3.80-3.96 (2H, m), 
4.89-4.96 (1H, m), 6.77 (1H, s), 7.59 (2H, d), 7.70 (2H, d). 
[0 4 0 6] 
15 8 

t e r t-f^~)V (3- |2-^f-;V-5- [4- ( h 'J 7 )V*U * 7i 
— ^] -3-7';^} -3-^h^rV7'n^y) >M^;Vi'7>' 
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236/ 



[ft 2 8 6] 

OMe 




-TBDMS 



3- 1 [t e r t--y^-)V y'J;V] t^rv| -1- \2-^~^)V 

-5- [4- (1> V 7)V^ru^^-)V) 7x-;v] -3-7';^} r/n/^-i- 

(1. 3 1 g) Sri, 2-v*;* (40ml) £#tf*U 

-C6 0%7K^b^ h U ^A(7)»Sl&/^7^ (0. 1 5 g) =lrJn£. -€"0 

ttO. 5B#ram#L£ 0 m&WK-aVftff-fr (0. 57ml) fc^iS-CiDx. 

. m«-Bfe> 6 ox:-e8WFHiit#Lfeo a£$t£7ja~&£\ ft»^/u-e2ia 

frb^z-y-y : f^m^^>'v= 15:1), I»« (0. 8 7 g) £fl3M#|&fc LT 

1H-NMR (CDCI3) 5 0.04 (3H, s), 0.06 (3H, s), 0.90 (9H, s), 1.29 (3H, t) 
, 1.74-1.83 (1H, m), 2.01-2.12 (1H, m), 2.72 (2H, dq), 3.21 (3H, s), 3.5 
4-3.61 (1H, m), 3.71-3.78 (1H, m), 4.33 (1H, dd), 6.66 (1H, s), 7.59 (2H 
, d), 7.70 (2H, d). 
[0 4 0 7] 
15 9 

3- 1 2 -^)]y- 5 - [4- (fV7JVtn^f;V) 7x^;v] -3-7V)V 
1 -3-* h^rv- 1 -7 9 n/NV-;l' 
Hfc 2 8 7] 



Et 




-v^OH 
OMe 



t e r t -f^-)V (3 - |2 5 - [4 - ( b V 7 )\>-*u 7x 

-3-7V;H -3-^>^>7"n^y) y^W7> (0. 86 g 
) ©f >9tKD75>»$ (5ml) h 7-n-7fJV7>^7A70 



ffilE#2 003-3083680 
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^-v I 237/ 



'JK (lMrh7tKn77 3ml) £ jjST U 1 B#K8fc# Lfc 

^77^f- (^tv:iixf;v=5 : ltf^i : D T*ft»u (o 

. 54g) «tt»i:LT#/;o 

1H-NMR (CDCI3) 8 1.29 (3H, t), 1.79-1.91 (1H, m), 2.07-2.22 (1H, m), 2 
.46 (1H, br), 2.73 (2H, q), 3.24 (3H, s), 3.79-3.81 (2H, m), 4.39 (1H, d 
d), 6.70 (1H, s), 7.60 (2H, d), 7.72 (2H, d). 

[0 4 0 8] 
##M 1 6 0 

V (4-tKn^v7x^) VTsfrV <i K 
{it 2 8 8 ] 




4-tFo^yft7x;-;V (5g) £T-feh> (50ml) fcfcW>U 
§P0 (II) =7jcfD% (1. 9 g) SrJniU MS"C3 0$M«J*#Lfco 
t, ft&J^l'fciHI;^ >p»»«r«>*Ufeo ^v'J*y 
;v*7A7n7f^7^ - «xf ;i/ : A^tV) -effigSlU (3. 
7 g) *Tt^7 7^tU#fc, 

1H-NMR (CDCI3) £ 4.98 (2H, s), 6.75 (4H, d), 7.35 (4H, d). 

[0 4 0 9] 
##00 1 6 1 

5> (4- (1- (xf^f^j!i;Hi;v) - i-^fjHi>Jfy) 7x-;v) 
[^2 8 9] 



EtO 




v (4-HFndry7x-;v) y^^7^ K (3. 7 g) . 2-7u*s(y%m 

ffifE^ 2003-3083680 
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(6. 5ml) . %tM*V<y^ (12. 2 g) £N, N- 
75 K (50ml) ^50t, -H&inf&bfco 2 -7n*>f VSM*^*-*' (3m 

y'j*^v*7A^o7f/77^- Wxf;v:^t>) -effiiiU gift 

(4. 4g) ^mmstLxntzo 

iH-NMR (CDCI3) S 1.23 (6H, t), 1.59 (12H, s), 4.22 (4H, q), 6.75 (4H, d 
), 7.33 (4H, d). 

[0 4 10] 
##M 1 6 2 

[4fc2 9 0] 




3 - Kn + y^>X7;Vft K (2. 5 g) ^ N-^fW3y»f^ 
^f;«t (2. 9g) , h'jxwr/ (3. 5ml), hVT-feh^v 
■frMikU^mi- Y y *A (8. 7g) *rl, 2-y^nnx^> (100ml) 

»HtS:9*U gl» (4. 3 g) ^»i:U#f;o 

iH-NMR (CDCI3) £ 2.39 (3H, s), 3.27 (2H, s), 3.62 (2H, s), 3.71 (3H, s) 
, 6.72-6.77 (1H, m), 6.84-6.87 (2H, m), 7.14-7.22 (1H, m). 

[0 4 11] 

1 6 3 

3' - -1, l' -k*7x- ;v- 3 -7j;v**>^x.-^;v 



tfiliE# 2003-3083680 
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^-v: 239/ 



Mb 2 9 1] 




(0. 5 g) , 3-^>v>t^ry7x-Ml9i ( 
0. 5 g) > lMR^tf 1 ; ^A^ffi (6ml) , (6ml) % h ^ 

(5 0ml) icflpx., r;i/^>#H^T. M^3 0^Ktl#L/io fl>7 
^r^ h V 7x^H^7^ v^A (8 0mg) SrjlPx., 4 BtFdHltfit L/io 

»xf;vt|HJL, ^S^tK^ Jd&7KTi5fcifK ATi^ i# 

■9->) T»iIL, gfttffc (0. 6 5 g) ^m^tLX%tz 0 
1H-NMR (CDCI3) S 1.41 (3H, t), 4.40 (2H, q), 5.13 (2H, s), 6.97-7.01 (l 
H, m), 7.20-7.25 (1H, m), 7.33-7.51 (1H, m), 7.73-7.77 (1H, m), 8.00-8.0 
3 (1H, m), 8.25-8.26 (1H, m). 

[0 4 12] 
##$J 1 6 4 

3' -tKn^rv-l, l' - \£ 7 3 -77 >^.x^;u 

Mk2 9 2] 



3' - (^V^^^-^v) -1, 1' -\£7^ — )V- 3 -*;vsK>g|^;v (0 
. 6 5 g) (5 0ml) ^7>U 10%^7y7A-^| (5 0 

0. 1 g) ^fflv^T-Bjfe^ifeMTnt/co W^^>*t. 
*U gl» (0. 4g) LT#*r 0 

!H-NMR (CDCI3) a 1.42 (3H, t), 4.41 (2H, q), 5.00 (1H, br), 6.85 (1H, d 
d), 7.09-7.11 (1H, m), 7.17-7.22 (1H, m), 7.30-7.38 (lH,m), 7.46-7.54 (1 
H, m), 7.73-7.79 (1H, m), 8.00-8.06 (1H, m), 8.25-8.26 (1H, m). 
[0 4 13] 
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16 5 

[3' - (^>y>t^y) -1, 1' -kf7i^;v- 3-4 fr] WWL*?-* 
[it2 9 3] 



m-tFn^y7x-;Wf;V (1. 7 g) . h U if^7 * > (2. 9 m 
1) ^nn^> (50ml) t:^L, MT, f'J7;vtn^>x;v 
(1. 8ml) ^iTl/: 0 15 55f^ii#U KJS^&tK?^ 
^^^*L7t:o ^<7)%i:£ HWO (5 0ml) &Cv#^U 3-^>v 
;vt^y7x-;i/iHt (0. 5 g) , 1 MJ£M# V V A7jcv#i£ (6ml) . ^ 

(6mi) ^Jn£. r;i^>iWo\ ^W?3 0ftmffiftLfc o 

7^K'i7x-;i/^^7^A7y7A (lOOmg) &inx.> — ^MMLtz 
-}-)V/^**yy) till, Emm (o. 6 9 g) ZttoWto b LXWio 

iH-NMR (CDC1 3 ) <5 3.67-3.71 (5H, m), 5.12 (2H, s), 6.94-6.98 (1H, m), 7. 
16-7.49 (12H, m). 
[0 4 14] 
1 6 6 

(3' -tKn^ry-1, 1» -\£y ^=-)V-3-y( )V) WWL*1~^ 
2 9 4 ] 



3' - (^y^vt^y) -1, 1* -^7x^-3-^^] 11*91* ^ (0 
. 6 9 g) (50ml) „ ftBtx?-/U (10ml) ic^U 1 0 

ro^^v-yA-^ (5 0%^7^ 0. 8g) ^^^T6B#P5^®7CL/io B* 





fcttfiE# 2003-3083680 
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- (jgmx.rn'/^vy) -efflSL^ BifttJ (o. 2 7 g) 

1H-NMR (CDCI3) 5 3.69-3.71 (5H, m), 4.81 (1H, s), 6.81 (1H, d), 7.04 (1 
H, s), 7.15 (1H, d), 7.25-7.32 (2H, m), 7.35-7.41 (1H, m), 7.45-7.48 (2H 
, m). 

[0 4 15] 

1 6 7 

2 — *=f-fc- 2 - [ (4-->n^>^) ^] 
Mb 2 9 5 ] 



4--fn^y^rn^K (1. 8 g) , 2 W vg&SL* f-zw (1 
. 16g) , (2. 4 g) £DMF (10ml) cK Siat? 1 B#F€ 

^m^^^v^AT^L^o «F«*«*U E»* (2. 2 g) L 

1H-NMR (CDCI3) 5 1.54 (6H, s), 3.63 (3H, s), 3.90 (2H, s), 7.48 (2H, d) 
, 8.15 (2H, d). 

[0 4 16] 
16 8 

Mb 2 9 6 ] 



2-^^;w-2- [ (4--fn^>y» ^ntft^f;v (2. 2 

g) , m.7t$k (2. 3 g) fcffelfc (5 0ml) lS-C-W^lf;o 

Sfcm^f-^Srinx., -b?^ hi/Bur**, %$££Jt®kfc3!H-M;*A 




.C0 2 Me 
Me 




^S^^,C0 2 Me 
Me' Me 



miiE# 2003-3083680 



mm. 2003-185241 



^-■5>: 242/ 



(1. 4g) *rS^tLT#^o 
1H-NMR (CDCI3) S 1.53 (6H, s), 3.63 (2H, br), 3.67 (3H, s), 3.73 (2H, s 
), 6.60 (2H, d), 7.07 (2H, d). 
[0 4 17] 

mmmi 

[ (3- I [5- (4-7Wn7x^^) -2-^f;V-3-7n^;V] T^yj ^ 

Mb 2 9 7 ] 



5_ (4-y;v^-n-7^^;v) -N- [3- (tKn^y^fjv) 7 -2- 
;V-3-77>*^'f^t5 K (0. 2 6 g) . h *)3-?-)VT5. > (0. 3 3 
m 1 ) <Dt- f7tKn77> (10ml) feWLK, MU^* ? >^ n 

UK (6 8^1) &$ITU fOiiO. SBt^^LfCo #^>tt/i^%^^ 
=i-;i^jl^;v (0. 10ml) SflLfcTiniiU -5"<^$ f — Hjfeit^L 
fco KJCSifc«>*#* WES* L t\ # & *Lfc*:lifeJ&t7 v ] J A^*7A^07 
f^7 7^-ctaiL (^*-^> : @t=m^^=9 : 1^3 : 1) > 
#7t 0 #?>tt^@#=S-^ (3m 1 ) i:rb7tKn77^ (5ml) 

U 1 ^.^7Xm<b^ fVv A7ta#$i ( 1 . 6ml) £ Jp£, ^iSL-c- Bfcti# 

fc„ »^*L/ifflfejjRi»*^-9->J: OfihSMfcLT, (0. 1 1 g) 

M*198-199°C; 1H-NMR (CDCI3-CD3OD) 8 2.70 (3H, s), 3.11 (2H, s), 3.85 
(2H, s), 7.06-7.14 (4H, m), 7.29 (1H, t), 7.61-7.70 (4H, m), 8.88 (1H, s 
). 




tHSE# 2003-3083680 



#M 2003-185241 



^->»: 243/ 



[0 4 18] 

mmmi (i) -mmmi (5) 

17(1) 17(5) <£ *9 > HJfetfU 1 K^^fe 

[0 4 19] 

HMtfU (1) 

[ (3- I [5- (4-7;i/tn7xx;v) ;^3-7n^;i/] (^;v) 

[lfc2 9 8] 
F -^^-/^|^^ -CL^S^CQOH 

M*155-156t:; 1H-NMR (CDCI3) a 2.49 (3H, s), 2.81 (2H, s), 3.45 (3H, s 
), 3.78 (2H, s), 5.68 (1H, s), 6.97 (2H, t), 7.12-7.15 (2H, m), 7.22-7.3 
9 (4H, m). 

[0 4 2 0] 

mmmi (2) 

[ (3- I [5- (4-7;i/tn7x^^) -2-^f;v-3-7n^;i/] (yntf;v 
[ft 2 9 9] 




Hi .6 140-141 °C; 1H-NMR (CDCI3) d 0.94 (3H, t), 1.55-1.74 (2H, m), 2.49 ( 
3H, s), 2.78 (2H, s), 3.78 (2H, s), 3.83 (2H, t), 5.63 (1H, s), 6.96 (2H 
, t), 7.10-7.25 (2H, m), 7.23-7.39 (4H, m). 
[0 4 2 1] 

mmmi (3) 

[ (3- I [5- (4-7^tn7xz^) -2-;* 7-)V-3-~7Uy( {^-f^-)V 

mtiEJj# 2003-3083680 



#0, 2003-185241 



244/ 



Ut3 0 0] 



^ ° CH 3 S 




M *94-96'C ; iH-NMR (CDCI3) a 0.86 (3H, t), 1.25-1.34 (10H, m), 1.56-1. 
65 (2H, m), 2.48 (3H, s), 2.78 (2H, s), 3.77 (2H, s), 3.84 (2H, t), 5.62 
(1H, s), 6.96 (2H, t), 7.08-7.13 (2H, m), 7.23-7.36 (4H, m). 
[0 4 2 2] 

nnmi (4) 

[ (3_ \^y-J)]y [5- (4-7;vin7x^) -2-^f;V-3-7n/f;i/] T 
lit 3 0 1] 



M^ttr; iH-NMR (CD 3 0D) S 2.53 (3H, s), 2.69 (2H, s), 3.69 (2H, s), 5.08 
(2H, s), 5.63 (1H, s), 6.91-7.03 (4H, m), 7.17-7.31 (9H, m). 
[0 4 2 3] 

mm\ i (5) 

1 [3- ( )2-^;V-5- [4- (f'J7;^n^f;v) 7xi^] -3-7n>f 
Mb 3 0 2] 



S*^188-189°C; iH-NMR (CDC1 3 ) 8 2.72 (3H, s), 3.10 (2H, s), 3.85 (2H, s 
), 7.08-7.18 (2H, m), 7.26-7.34 (1H, m), 7.59-7,70 (3H, m), 7.77 (2H, d) 





ffiiE# 2003-3083680 



#M 2003-185241 



^-v: 245/ 



, 8.42 (1H, s). 

[0 4 2 4] 

mmm2 

I [3- ( \2-x-3-)V-5- [4- (f'J7;i/tn^f;v) yjL^jv] -3-yu4 
Hb3 0 3] 



[ (3-7<M>y» ftBt^^-tt»tt (0. 4 1 g) 

2-Jr:^;v_5- [4- ( h V 7 JU* U * 7^~)V] -3-77>*^8 

(0. 4 5 g) tN, N-y^fHMTU' ( 1 jjft) Wfl>7liKn77> 

(10ml) igjfcfc, «tfM-*ify ;v ( o . 2 8 m 1 ) zmfc-effiT U 0. 5 

A (0. 2 7g) f7tKD77> (2 0ml) U Jh7?#7cm^ 

n'J K£t- h 5H Kn75> (10ml) Kj&#Lfc ^^IfitiTL, ^-<0 

7Atm M^«E^*Lt, mmtoz&tio nbtitzmtm* * * s 

(5ml) fcf f7tKn77> (5ml) fc$gri>U 1 MfefrMikl- h V V A 
7km®. (3ml) fcillx., Lfco SlSfSLSraiiffi. 7KT«KU # 

fiicMT" h'JyA -Cft*. «r ztffi^* L tz 0 n h ti?zffl£LJ&%d * V 4 V 7°u M 
;i,i-f^-A^yJ;^ H a B j[:L-c, BW® (0. 6 2 g) ^ H H B i:lt#/: 



M*199-200 < C; iH-NMR (CDCl 3 -DMS0-d 6 ) $ 1.36 (3H, t), 3.10 (2H, s), 3.1 




CH2CH3 



ffifE# 2003-3083680 



#H 2003-185241 



^-v: 246/ 



6 (2H, q), 3.85 (2H, s), 7.10 (1H, d), 7.15 (1H, s), 7.29 (1H, t), 7.58 
(1H, s), 7.64 (2H, d), 7.67 (1H, d), 7.77 (2H, d), 8.33 (1H, s). 
[0 4 2 5] 

mmm2 (1) -natm (5) 

[0 4 2 6] 

»|2 (1) 

I [3- ( J 2 — f [4- (h'j7WD^f^) 7i^;V] -3- 

Mb 3 0 4] 



173-174 °C; iH-NMR (CDCl3-DMS0-d 6 ) d 1.38 (6H, d), 3.10 (2H, s), 3.8 
5 (2H, s), 3.89-3.98 (1H, m), 7.10 (1H, d), 7.11 (1H, s), 7.29 (1H, t), 
7.58 (1H, s), 7.64 (2H, d), 7.67 (1H, d), 7.76 (2H, d), 8.26 (1H, s). 
[0 4 2 7] 

nam 2 (2) 

I [3- ( {2-7^-;i/-5- [4- (h'J7Wn^f;i/) yx.—ju] -3-7n^f 
Mb 3 0 5] 

^■O/A -O— s — cooh 



M*195-196t:; iH-NMR (CDCl 3 -DMS0-d 5 ) 8 0.96 (3H, t), 1.38-1.50 (2H, m) 
, 1.72-1.82 (2H, m), 3.10 (2H, s), 3.14 (2H, t), 3.85 (2H, s), 7.09-7.17 





fcHSE# 2003-3083680 



#IK 2003-185241 



^-v! 247/ 



(2H, m), 7.29 (1H, t), 7.56 (1H, s), 7.64 (2H, d), 7.67 (1H, d), 7.76 ( 
2H, d), 8.31 (1H, s). 

[0 4 2 8] 
H«82 (3) 

[ (3_ j [5_ (4-^nD7x-JV) -2-7D^] T^y| 

] i^m 

[lb 3 0 6 ] 



M.£l73-174r; iH-NMR (CDCl3-DMS0-d6) d 3.11 (2H, s), 3.86 (2H, s), 6.7 
9 (1H, d), 7.12 (1H, d), 7.29-7.34 (2H, m), 7.42 (2H, d), 7.61 (1H, t), 
7.73-7.78 (3H, m), 8.65 (1H, s). 
[0 4 2 9] 

mmm2 (4) 

( |3- [ (3- \2-*^)V-5- [4- (f'j7i^n^f;v) 7x-^] -3- 
Mb 3 0 7 ] 



iH-NMR (CDC1 3 ) 5 2.33 (3H, s), 2.59 (2H, t), 2.80 (2H, t), 3.07 (2H, s) 
, 3.80 (2H, s), 6.65 (1H, s), 7.04 (1H, d), 7.24 (1H, t), 7.46 (1H, s), 
7.56 (3H, m), 7.67 (2H, d), 8.57 (1H, br s) . 
[0 4 3 0] 

m&m2 (5) 

( )3- [ (3- l2-7^;w-5- [4- (hU7^tnpif;v) 7i-;v] -3-7 





o 



tBaE# 2003-3083680 



mm 2003-185241 



^-v: 248/ 



[4fc3 0 8] 




S^COOH 



HS^-lSSt:; iH-NMR (CDCl3-DMS0-d6) 8 0.93 (3H, t), 1.32-1.42 (2H, m) 
, 1.59-1.69 (2H, m), 2.59 (2H, t), 2.66 (2H, t), 2.81 (2H, t), 3.07 (2H, 
s), 3.80 (2H, s), 6.65 (1H, s), 7.04 (2H, d), 7.24 (1H, t), 7.44 (1H, s 
), 7.56 (3H, d), 7.66 (2H, d), 8.39 (1H, s). 
[0 4 3 1] 

mmw3 

[ (3- I [5-7x-;V-2- (h V yfrXxn -3-7n^v] T^7[ ^ 

Mb 3 0 9) 



[ (3-T^y^>v;v) f-*] f^^;i/ • mmtM. (0. 2 1 g) , 5-7x 
-;l/_2- (f'j7^tn^f;v) -3-~7?>% (0. 2 1 g) ££0^ 

i;xf;i.7$> (0. 28ml) ^rf7tKU77> (10ml) £N, N- 
^fWAT^F (2ml) fpX-ffiWLfttfb, v7 / *9 MS& (0 
. 14ml) ^iMTL, Jr<Dtt-®,MWLtz 0 fcfc®.* mMT^mi- h V 

-7 A X~$m, mm * Mffi^* Lfz Q # *Lfc*MLj&% £ v # # ^ a ^ n t 
h^77^-i:ll (AH>:S|xfjv=3 : i^t>i : l) , ?mM*% 
fz 0 %hKtz^W&)** $J-)\s (3ml) t^Yy^-Yuy^y (3ml) K 

lMfcTkwuti-yw&Tkmfc (imi) zMx., m.^LX~mmn^tz 

(60mg) LT^fco 




miE# 2003-3083680 



#M 2003-185241 



^-v : 249/ 



It£l78-182 c C; 1H-NMR (CDCl3-DMS0-d6) S 3.10 (2H, s), 3.85 (2H, s), 7.1 
2 (1H, d), 7.21 (1H, s), 7.30 (1H, t), 7.39-7.51 (3H, m), 7.67-7.77 (4H, 
m), 9.50 (1H, s). 
[0 4 3 2] 

mmm4 

( |3- [ (3- \2-^-^)V-5- [4- (h 'J 7x-;V] -3-7 

litz 1 0] 



[ (3-T5/^>y» ^] M^m^^^-^Mil (0. 2 0 g) , 3- {2 
_jc^;v-5- [4- (h'J7;v^n^fjv) 7^-^] -3-7'j;H y 0 ntr^->m 
(0. 2 4 g) , l-t Kn*'M>y f 'J T'/-^* (0. 1 4 g) 

xW5 > (0. 16ml) &N, N-yVfiV*;VA75 K (5ml 
) ^X-ffiWL&tfb, l-xf^-3- (3-*^W5 </ ^d^) #>l/*'$M 

^ K-ttiwfc (o. 1 8g) sr^a-eiD^., ^<Dtz-mm$¥Ltzo 

3ml) h7tKD77> (3ml) fc*tf»U 1 il^TKm^ h V V A7X 
(2ml) fcj&Dx.. lfiT-l»«j$lfto £Oi>?£&M> TftTMfitfRU 

^th'J7Atm »flt*:«M*Lfco »&*Lfc*^feJ&Wfc^>r yynif;v 
i—jr/l/J: ^ISJHtLT. (0. 12g) 4r»*fcbT#fco 

]»^C139-141t:; !H-NMR (CDCl3-DMS0-d 6 ) $ 1.26 (3H, t), 2.58 (2H, t), 2.7 
0 (2H, q), 2.82 (2H, t), 3.07 (2H, s), 3.80 (2H, s), 6.64 (1H ,s), 7.07 
(1H, d), 7.26 (1H, t), 7.41 (1H, s), 7.53 (1H, d), 7.57 (2H, d), 7.68 (2 
H, d), 7.90 (1H, s). 

[0 4 3 3] 
fg»J4 (1) , HJfeflU (2) 




ffilE# 2003-3083680 



mm 2003-185241 



^-v : 250/ 



[0 4 3 4] 

mm a (i) 

( 13- [ ( |2-^^-;V-5- [4- (h'j7Wn^f^) /W] -3--7U 

[^3 11] 

H 



lift^m-mx;; !h-nmr (CDCI3) s 2.40 oh, s), 3.07 (2H, s), 3.49 (2H, s 

), 3.80 (ZH, s), 6.78 (1H, s), 7.06 (1H, d), 7.24 (1H, t), 7.45 (1H, s), 
7.54-7.61 (3H, m), 7.71 (2H, d), 8.50 (1H, s). 
[0 4 3 5] 

mmwA (2) 

I [3- ( |2-^^;V-5- [4- (f'j7Wn^>^ry) 7x-;H -3-7D 
[ft 3 1 2] 




S15200-202 o C; 1H-NMR (CDCl 3 -DMS0-d6) * 2 - 71 ( 3H > s )« 3 - 10 ( 2H > s )> 3 - 8 
5 (2H, s), 7.97-7.10 (1H, m), 7.19-7.31 (4H, m), 7.64-7.72 (4H, m), 8.94 
(1H, s). 

[0 4 3 6] 

[ (3_ I [4- (4-7Wn7x-;v) -2, f;l/-3-7'J ;v] 



tblE# 2003-3083680 



mm 2003-185241 



i- v ! 251/ 



[ft 3 1 3] 




IX' 



S^COOH 



[4- (4-7^n7x^) -2, 5 -i>v^;v- 3 --7 1 ; ;v] — 

)V (0. 2 9 g) > [ (3-tKn^y^>y;i/) f^^^;l/ (0. 3 2 

g) SdiLXfh V ?*f-)V*7.7 i > (0. 3 9ml) «rF7tFD77> (20 
m 1 ) if}: 7 ;v^>i^xf ;w 4 0 % h )i<^>mm. ( 0 . 6 8 g) £ 

%d*i/V *W5A7D7 Y?77 -{ -KML (^^r-9-> : I£^c^;v= 2 0 
: ifrb6 : l) „ yS^^#7^o tf^tt^yftW*-^ (3ml) 
h7^Kn77> (3ml) fc»tf>U lMfcTtWUti- h V V Afrmfti (1. 3 

ml) £jjn;L> lfit-M#L/: 0 EU£S££ifc*l&. TjtT^fRU Jft&gfe-CEJS 

(6 6mg) ^^tJ^LT#7t 0 
iH-NMR (CDCI3) S 2.28 (3H, s), 2.33 (3H, s), 3.12 (2H, s), 3.81 (2H, s) 
, 4.69 (2H, s), 6.79-6.95 (3H, m), 7.03 (2H, t), 7.23 (1H, t), 7.30 (2H, 
dd). 

[0 4 3 7] 

mm 5(1) ~~mnm 5(12) 

t, jrnc^i-ft^£#£o 

[0 4 3 8] 

^»J5 (1) 

[ (3- I [4- (4-7^n7i-;v) - 2 -^f V 7*n 5 f;V-3 -"7 >; 



tlifiE# 2003-3083680 



#M 2003-185241 



^-v: 252/ 



[<b3 1 4] 



F 




CH3 

!H-NMR (CDCI3) S 1.29 (6H, d), 2.29 (3H, s), 3.04-3.18 (1H, m), 
3.12 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.79-6.94 (3H, m), 7.03 (2H, 
t), 7.22 (1H, t), 7.31 (2H, dd). 
[0 4 3 9] 

mm 5 (2) 

[ (3- 1 [2-v^n^s^rv;lx_4- (4-7Hn7x-fl/) _5_^^;v_3-^ 
[ft 3 1 5] 



ft&W; 2 H-NMR (CDCI3) <J 1.20-1.45 (2H, m), 1.55-1.85 (8H, m), 2.28 (3H 
, s), 2.65-2.80 (1H, m), 3.13 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.80- 
6.95 (3H, m), 7.02~(2H, t), 7.23 (1H, t), 7.31 (2H, dd). 
[0 4 4 0] 

mams (3) 

C (3- i [4- (4-7 ;vtn7 -5-^^-;v-2-7^-^-3-'7 , ;;V'] 



F 




ffiaE# 2003-3083680 



mM. 2003-185241 



^-v: 253/ 



Ut3 1 6] 




COOH 



mmu: iH-NMR (CDC1 3 ) a 2.41 (3H, s), 3.14 (2H, s), 3.82 (2H, s), 4.80 
(2H, s), 6.86-6.98 (3H, m),' 7.06 (2H, t), 7.22-7.44 (6H, m), 7.66-7.70 
(2H, m). 

[0 4 4 1] 

niMM5 (4) 

[ (3- j [5-7xi )V-2- (h'J7Wn^f;V) _3_^i;;v] ^ 

Kb 3 1.7] 



]tt^84-85t:; !H-NMR (CDCI3) 8 3.11 (2H, s), 3.84 (2H, s), 5.09 (2H, s), 
6.85 (1H, s), 6.87-6.99 (3H, m), 7.27 (1H, t), 7.34-7.46 (3H, m), 7.67- 
7.73 (2H, m). 

[0 4 4 2] 

mrnms (5) 

1 [3- ( |2-^f-;V-5- [4- (fiJ7Kn^f;i/) — -3-7>; ;V 
[ft 3 1 8] 



M£93-94°C; lH-NMR (CDCI3) 8 1.31 (3H, t), 2.77 (2H, q), 3.12 (2H, s), 
3.83 (2H, s), 4.88 (2H, s), 6.78 (1H, s), 6.86-6.97 (3H, m), 7.25 (1H, 





WSE# 2003-3083680 



&m 2003-185241 



^-v* I 254/ 



t), 7.59 (2H, d), 7.70 (2H, d). 
[0 4 4 3] 

nnffl5 (6) 

{ [3- ( \2-4 [4- (h V 7)V*u*7-)V) 7x^;v] -3- 

Ut3 1 9] 



M^-SSt:; iH-NMR (CDCI3) d 1.34 (6H, d), 3.12 (2H, s), 3.12-3.21 (1H 
, m), 3.83 (2H, s), 4.89 (2H, s), 6.77 (1H, s), 6.88 (1H, dd), 6.93-6.97 
(2H, in), 7.25 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 
[0 4 4 4] 

mmm5 (7) 

{ [3- ( |2-7*^-;V-5- [4- ( h V ~7 frjrU *?-)V) 7i-^] -3-7'JJV 
Mb 3 2 0] 



tt&77-78'C; !H-NMR (CDCI3) 8 0.94 (3H, t), 1.34-1.46 (2H, m), 1.64-1.7 
4 (2H, m), 2.73 (2H, t), 3.12 (2H, s), 3.83 (2H, s), 4.87 (2H, s), 6.79 
(1H, s), 6.87-6.97 (3H, m), 7.26 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

[0 4 4 5] 
^»J5 (8) 

3_ (4_ I [5_ {4-7)VjrU-7 zl=.)V) - 2 3 -7 V ;V] *>3r'>| - 





mtE# 2003-3083680 



mm 2003-185241 



t-i? : 255/ 



[4fc3 2 1] 




COOH 



M*123-125t:; iH-NMR (CDC1 3 ) d 2.31 (3H, s), 2.37 (3H, s), 2.62 (2H, t 
), 2.91 (2H, t), 4.82 (2H, s), 6.58 (1H, s), 6.74-6.80 (2H, m), 7.04 (2H 
, t), 7.07 (1H, d), 7.57 (2H, dd). 
[0 4 4 6] 

3_ [4- ( \2-^)V-h- [4- ( h V 7 )V*u *1-)V) 7z.=.)V\ -3-7*) 
Ut3 2 2] 



Il£95-97t:; iH-NMR (CDCI3) a 1.30 (3H, t), 2.31 (3H, s), 2.62 (2H, t), 
2.76 (2H, q), 2.91 (2H, t), 4.84 (2H, s), 6.74-6.79 (3H, m), 7.08 (1H, 
d), 7.59 (2H, d), 7.70 (2H, d). 
[0 4 4 7] 

mm 5(10) 

3- [4- ( \2-4 yy'u\£)V-5- [4- (HJ 7^n^f ;k) 7x-)V] -3- 
7VM * h^v) -2-^^;v7cc^;i/] 7'nnV>^ 
Ut 3 2 3 ] 



H 3 C 

I1S108-109X;; iH-NMR (CDCI3) S 1.33 (6H, d), 2.31 (3H, s), 2.62 (2H, t 
), 2.91 (2H, t), 3.10-3.20 (1H, m), 4.85 (2H, s), 6.74-6.79 (3H, m), 7.0 
8 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 





ffifE# 2003-3083680 



#M 2003-185241 



256/ 



[0 4 4 8] 

mum 5(11) 

3- [4- ( |2-7^;V-5- [4- (hV7;l/tn^fjl/) 7x-;i/j -3-7'J^ 
[ft 3 2 4] 



I1*118-119°C; 1H-NMR (CDCI3) § 0.94 (3H, t), 1.36-1.45 (2H, m), 1.63-1 
.73 (2H, m), 2.31 (3H, s), 2.62 (2H, t), 2.72 (2H, t), 2.91 (2H, t), 4.8 
3 (2H, s), 6.74-6.79 (3H, m), 7.08 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 
[0 4 4 9] 

mmm 5(12) 

3- (2-^f-)\y-4- 1 [5-7x-;V-2- (f'j7^tn^f;V) _3_7ij;v] 
[ft3 2 5] 



lll*151-152 < C; 1H-NMR (CDCI3) a 2.31 (3H, s), 2.61 (2H, t), 2.90 (2H, t 
), 5.05 (2H, s), 6.73-6.82 (3H, m), 7.08 (1H, d), 7.31-7.44 (3H, m), 7.6 
8-7.71 (2H, m). 

[0 4 5 0] 

mmme 

2- [ (3- I [5- (4-7WD7x-;i/) -2-^^;v-3--7';;v] ^h^f-vf 





mWf 2003-3083680 



!&m 2003-185241 



^-v : 257/ 



[ft3 2 6] 

[5- (4-7^n7x-;v) -2-^^;v-3-7 i ;;v] (1. 0 5 

g) , 2- [ (3-fc Kn^fy^V^) -2-^f^7°ob 0 i>ixf;i/ ( 

1. 2 9 g) &ZXf\>V*7*f-fr$iX'7 4y (2. 0 5 g) Wfh9KKn75> 
(10 0ml) »ffit* 1,1'- (7^*^#-^) vfcf^'J v> ( 2 . 56 

-KiiL (^-f^ :i^m^f-;v=3 0 : i^«b9 : 1) . *M£ft£#*:o %h 

titdikmto* * (30ml) tf F7tKn77> (30ml) K'Mfr 

U l^TKB^bf-hV^ATK^ffi (10ml) £fin*-> Sa-C-ttJH^Lfco 

1 . 4 9 g) LT#7^ 0 

m>*134-135°C; !H-NMR (CDCI3) 5 1.56 (6H, s), 2.37 (3H, s), 3.88 (2H, s 
), 4.84 (2H, s), 6.58 (1H, s), 6.84 (1H, dd), 6.91-6.96 (2H, m), 7.04 (2 
H, t), 7.21 (1H, t), 7.58 (2H, dd). 
[0 4 5 1] 

mmme (1) -nmme (126) 

MSt-5 7 7>7^*^-;v (##Mt?^J&) *t$n7x/-)l/ifcli 

[0 4 5 2] 

3telfe«6 (1) 

[ ( 3 _ I [5- (4-7^tn7x-;V) ;W3-7'J;V] ^h^vf ^ 



WiE# 2003-3083680 
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^-v! 258/ 



Mb 3 2 7] 

° CHs 

S1>^120-122 , C ; 1H-NMR (CDCI3) d 2.39 (3H, s), 3.12 (2H, s), 3.84 (2H, s 
), 4.87 (2H, s), 6.60 (1H, s), 6.86-6.97 (3H, m), 7.05 (2H, t), 7.26 (1H 
, t), 7.59 (2H, dd). 
[0 4 5 3] 

mm 6 (2) 

I [3- ( |2-^^;v-5- [4- ( b V y)V^u^^-)V) -3-7V^ 

litZ 2 8] 



\J *S^C0 2 H 



T*)V7t*', !H-NMR (CDCI3) a 2.41 (3H, s), 3.11 (2H, s), 3.83 (2H, s) 
, 4.97 (2H, s), 6.78 (1H, s), 6.86-6.89 (1H, m), 6.93-6.97 (2H, m), 7.22 
-7.27 (1H, m), 7.58 (2H, d), 7.69 (2H, d). 
[0 4 5 4] 

mm e (3) 

[2-^^-;v-4- ( |2-^;v-5- [4- (HJ7Hn^f;v) 7x-jv] -3 
-~7VM 7x-;v] Si 

Kb 3 2 9] 



M<5l47-149°C; iH-NMR (CDCI3) d 2.30 (3H, s), 2.39 (3H, s), 3.61 (2H, s 
), 4.83 (2H, s), 6.76-6.82 (3H, m), 7.12 (1H, d), 7.59 (2H, d), 7.70 (2H 



tfJfiE# 2003-3083680 



&m 2003-185241 



^-v : 259/ 



. d). 



[0 4 5 5] 

mnw6 (4) 

3- [2-* fJV-4- ( {2-^^-;i/-5- [4- (h'J7WD^f;V) 7 ^ — 
Ut3 3 0] 



ii^WO-UrC; !H-NMR (CDCI3) a 2.31 (3H, s), 2.40 (3H, s), 2.61 (2H, t 
), 2.90 (2H, t), 4.83 (2H, s), 6.73-6.79 (3H, m), 7.08 (1H, d), 7.58 (2H 
, d), 7.69 (2H, d). 

[0 4 5 6] 
W!6 (5) 

2-*^)U-2- [4- ( {2-^^-5- [4- (f';7Kn^f^) y 
Mb 3 3 1] 



14^134-13510; iH-NMR (CDCI3) 8 1.54 (6H. s), 2.39 (3H, s), 4.83 (2H, s 
), 6.76 (1H, s). 6.86-6.95 (4H, m), 7.59 (2H, d) 7.70 (2H, d). 
[0 4 5 7] 

mm 6 (6) 

3- [2-^h^y-4- ( i2-^;V-5- [4- (h'J 7)l>*u*7-)V) 7 
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Ut 3 3 2 ] 




M*159-160t:; iH-NMR (CDC1 3 ) 8 2 AO (3H, s), 2.63 (2H, t), 2.88 (2H, t 
), 3.78 (3H, s), 4.83 (2H, s), 6.46-6.49 (2H, m), 6.77 (1H, s), 7.07 (1H 
, d), 7.59 (2H, d), 7.70 (2H, d). 

[0 4 5 8] 
^»J6 (7) 

[4- ( |2-^;V-5- [4- ( b V ~7)V*U 7x-jV] -3-yi))V\ 

* f^rv) 7x^y] ffiiM 
Ut 3 3 3 ] 



m *168-1691C ; iH-NMR (CDCI3) d 2.38 (3H, s), 4.55 (2H, s), 4.81 (2H, s 
), 6.77 (1H, s) 6.88 (4H, s), 7.59 (2H, d), 7.70 (2H, d). 
[0 4 5 9] 

mmm 6 (8) 

[4- (3- l2-^;V-5- [4- (b'j7Hn^f;v) 7x^;H -S-y^)U 
Ut3 3 4] 



BJj&llS-lH'C; iH-NMR (CDCI3) & 1.98-2.05 (2H, m), 2.27 (3H, s), 2.57 ( 
2H, t), 3.59 (2H, s), 3.94 (2H, t), 6.59 (1H, s), 6.86 (2H, d), 7.19 (2H 
, d), 7.57 (2H, t), 7.67 (2H, d). 
[0 4 6 0] 





ffitE#2 003-3083680 
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^-v! 261/ 



mmme (9) 

(4- ( (2-^^;i/-5- (4- (h'J7JVtn^f;i/) 7i^) -3-7'J;v) 
Mb 3 3 5 ] 



jttj£l47-149'C; !H-NMR (CDCI3) * 2.39 (3H, s), 3.60 (2H, s), 4.85 (2H, s 
), 6.77 (1H, s), 6.92 (2H, d), 7.20 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 
[0 4 6 1] 

mm 6 (1 0) 

[2-;* h^rv-4- ( {2-^^;w-5- [4- (>'j7^a^f;V) 7^-;]/]- 

3--7';;W 7x-;v] ff;& 

Mb 3 3 6 ] 



H£l68-169°C; iH-NMR (CDCI3) a 2.41 (3H, s), 3.61 (2H, s), 3.80 (3H, s 
), 4.85 (2H, s), 6.53-6.55 (2H, m), 6.79 (1H, s), 7.11 (1H, d), 7.60 (2H 
, d), 7.71 (2H, d). 
[0 4 6 2] 

mmm 6 (id 

[ (3- 1 [5- (4-7W07x»;l/) _2-^^-;lx-3-7 i ;;V] ^h^rv} ^ 
Mb 3 3 7 ] 



I4*109-110 < C; iH-NMR (CDCI3) 8 2.38 (3H, s), 4.14 (2H, s), 4.64 (2H, s 






ffiiE#2 003-3083680 



2003-185241 



"*-v : 262/ 



), 4.86 (2H, s), 6.59 (1H, s), 6.92-6.98 (3H, m), 7.04 (2H, t), 7.30 (1H 
, t), 7.58 (2H, dd). 
[0 4 6 3] 

mmme (i 2) 

I [3- (3- j2-^;V-5- [4- (h'J7;i/^n^f^) 7i^;V] -3-7V 
Mb 3 3 8] 



M *106-107r ; iH-NMR (CDCI3) 5 0.89 (3H, t), 1.27-1.39 (2H, m), 1.56-1 
.66 (2H, m), 1.98-2.07 (2H, m), 2.58 (2H, t), 2.61 (2H, t), 3.11 (2H, s) 
, 3.81 (2H, s), 3.96 (2H, t), 6.60 (1H, s), 6.79-6.82 (1H, m). 6.89-6.91 
(2H, m), 7.22 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 
[0 4 6 4] 

m&m 6(13) 

[4- (2- |2-^;v-5- [4- (h V 7)V-Zuj.?-)V) y^-)U] -3-71; ;v 
Mb 3 3 9 ] 



il>*115-116 0 C; iH-NMR (CDCI3) 8 2.34 (3H, s), 2.84 (2H, t), 3.58 (2H, s 

), 4.08 (2H, t), 6.66 (1H, s), 6.86 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 
7.68 (2H, d). 

[0 4 6 5] 

mmm 6 ( 1 a ) 

\4-*^)u-2- [ ( |2-^^-;v-5- [4- (> 7Wn^f;v) - 
3-7V;H ^tf] -l, 3-f7V-;w5-'f;H ff& 





CO*H 



tfJfE# 2003-3083680 
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[ft 3 4 0] 



F 3 C 




ift^l75-176t:; 1H-NMR (CDC1 3 ) 8 2.32 (3H, s), 2.34 (3H, s), 3.67 (2H, s 
), 4.15 (2H, s), 6.70 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 
[0 4 6 6] 

mnm 6(15) 

[3- (3- \2-y*^fr-5- [4- (h y "7;v*n^?-;v) 7 *.=-)V\ -3--7'J;v 

Mb 3 4 1] 



Ii*80-82°C; !H-NMR (CDCI3) <5 0.89 (3H, t), 1.26-1.39 (2H, m), 1.56-1.6 
6 (2H, m), 1.97-2.06 (2H, m), 2.57 (2H, t), 2.60 (2H, t), 3.61 (2H, s), 
3.95 (2H, t), 6.59 (1H, s), 6.79-6.87 (3H, m), 7.23 (1H, t), 7.56 (2H, d 
), 7.66 (2H, d). 

[0 4 6 7] 
mm 6(16) 

[4- (3- |2-y^;v-5- [4- (f'J7;i/tn^f;v) 7i^;v] -3-7-yn, 
[ft 3 4 2) 



M&96-97°C; iH-NMR (CDCI3) d 0.89 (3H, t), 1.27-1.39 (2H, m), 1.56-1.6 
6 (2H, m), 1.97-2.06 (2H, m), 2.57 (2H, t), 2.60 (2H, t), 3.59 (2H, s), 
3.94 (2H, t), 6.59 (1H, s), 6.85 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 7. 





£B1E# 2003-3083680 



#M 2003-185241 



^--x: 264/ 



66 (2H, d). 

[0 4 6 8] 

mmme (17) 

|2- [ (3- \2-y^)V-5- [4- (bV7^tn^fji/) -3--7V 
[tt3 4 3] 



H>£93-94°C; iH-NMR (CDCI3) d 0.93 (3H, t), 1.31-1.43 (2H, m), 1.59-1.6 
9 (2H, m), 1.95-2.04 (2H, m), 2.32 (3H, s), 2.53 (2H, t), 2.62 (2H, t), 
3.14 (2H, t), 3.73 (2H, s), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 
[0 4 6 9] 

mmme a 8) 

[2- ( 1 [5- (4-7Wn7x^) - 2 3 -7 u ;i/J 

Hfc 3 4 4] 



H£202-205°C; !H-NMR (CDCl3-DMS0-d 6 ) 8 2.30 (3H, s), 2.34 (3H, s), 3.6 
7 (2H, s), 4.15 (2H, s), 6.52 (1H, s), 7.03 (2H, t), 7.55 (2H, dd). 
[0 4 7 0] 

mmm 6(19) 

4- (3- I [5- (4-7Wn7x^V) V ^] * >^~>1 7 





CH 3 



CGOfl 



F 



miE# 2003-3083680 
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Ut3 4 5] 




mmS-99Xl; 1H-NMR (CDC1 3 ) S 1.89-2.04 (2H, m), 2.38 (2H, t), 2.66 (2H 
, t), 4.84 (2H, s), 6.60 (1H, s), 6.79-6.84 (3H, m), 7.05 (2H, t), 7.22 
(1H, t), 7.59 (2H, dd). 
[0 4 7 1] 

mmm 6 (20) 

1 [3- (3- \2-^jv-5- [4- (bV7^n>f^) -3-7'j 
[4fc3 4 6] 



1S1^106-107 < C ; 1H-NMR (CDCI3) 8 1.22 (3H, t), 1.98-2.07 (2H, m), 2.58 ( 
2H, t), 2.64 (2H, q), 3.11 (2H, s), 3.81 (2H, s), 3.96 (2H, t), 6.59 (1H 
, s), 6.78-6.81 (1H, m), 6.89 (1H, s), 6.90 (1H, d), 7.22 (1H, t), 7.57 
(2H, d), 7.67 (2H, d). 
[0 4 7 2] 

mnw 6(21) 

I [3- ( |2-^;V-5- [4- (h V 7)Vj»rU* h^rv) -7^-;i/] -3-7'; 
HC3 4 7] 



^^84-85*0; 1H-NMR (CDCI3) <5~ 2.39 (3H, s), 3.11 (2H, s), 3.83 (2H, s), 
4.86 (2H, s), 6.66 (1H, s), 6.86-6.97 (3H, m), 7.19 (2H, d), 7.25 (1H, 




COOH 




tBSE# 2003-3083680 
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^-v: 266/ 



t), 7.62 (2H, d). 
[0 4 7 3] 

mmm 6 (22) 

3- [2-^;v-4- (2- \2-*^-)V-5- [4- (HJ7;vtn^f^) y*- 
[<fc3 4 8] 




St^C118-120 e C; iH-NMR (CDCI3) d 2.28 (3H, s), 2.34 (3H, s), 2.59 (2H, t 
), 2.81-2.90 (4H, m), 4.06 (2H, t), 6.61-6.71 (3H, m), 7.04 (1H, d), 7.5 
7 (2H, d), 7.67 (2H, d). 
[0 4 7 4] 

mmm6 (2 3) 

[4- (2- |2-^^;V-5- [4- (f^Wn^f^) ~7^-)V~\ -3-7'JiV 
Hb3 4 9] 

M *132-133'C ; iH-NMR (CDCI3) 5 2.34 (3H, s), 2.83 (2H, d), 4.05 (2H, d 
), 4.62 (2H, s), 6.65 (1H, s), 6.81-6.85 (4H, m), 7.57 (2H, d), 7.67 (2H 
, d). 

[0 4 7 5] 

mfcm e (24) 

3- [2-^f-;i/-4- (3- |2-^i^-5- [4- (b'j7;^n^f;v) 7x; 
;v] _ 3 _-7i;;v| yn#3^» 7x-jP] 7nk>>i 
Mb 3 5 0 ] 




ttttE# 2003-3083680 
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MjSC125-126 , C; 1H-NMR (CDCI3) S 1.95-2.04 (2H, m), 2.27 (3H, s), 2.28 ( 
3H, m), 2.53-2.63 (4H, m), 2.88 (2H, t). 3.92 (2H, d), 6.59 (1H, s), 6.4 
8-6.71 (2H, m), 7.02 (1H, d), 7.56 (2H, d), 7.66 (2H, d). 
[0 4 7 6] 

mum 6 (2 5) 

[4- (3- {2-^^;v-5- [4- (fU7;vtn>f;i/) 7x-;v] -3-71; /u 
Mb 3 5 1] 



SI>*134-135 < C; iH-NMR (CDCI3) 8 1.98-2.04 (2H, m), 2.26 (3H, s), 2.56 ( 
2H, t), 3.90 (2H, t), 4.62 (2H, s). 6.58 (1H, s), 6.81-6.88 (4H, m), 7.5 
6 (2H, d), 7.66 (2H, d) . 

[0 4 7 7] 
UMW 6 (26) 

[3- (3- 12-^^-^-5- [4- (Y U 7fr*u*?-)V) y^-)V\ 
Mb 3 5 2] 



Suail3-114'C; iH-NMR (CDCI3) d 1.22 (3H, t), 1.97-2.06 (2H. m), 2.58 ( 
2H, t), 2.64 (2H, q), 3.61 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 6.79-6.8 
6 (3H, m), 7.23 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 
[0 4 7 8] 
6 (27) 

[4_ (3_ 1 2 -ju^-)U-5- [4- (>'J7;vtn^f;V) 7x-^] _3_-7i;;i/ 
( 7n^y) 7x^] 





ttJSE# 2003-3083680 
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Ut3 5 3] 




COOH 



HMU21-122T2; iH-NMR (CDCI3) a 1.22 (3H, t), 1.97-2.06 (2H, m), 2.57 ( 
2H, t), 2.64 (2H, q), 3.59 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H 
, d), 7.18 (2H, d), 7.57 (2H, d), 7.66 (2H, d). 

[0 4 7 9] 
mm 6 (2 8) 

|2- [ (3- |2-^f-;V-5- [4- (h^Wn^fA') 7.x.— /I/] -3-7'; 

yntf;i/) ^^-] _4-^^-;v-l, 3-f77-^-5->f ;v| R*I* 
[ft 3 5 4] 



WL&99-1001C: iH-NMR (CDCI3) a 1.25 (3H, t), 1.94-2.05 <2H, m), 2.31 (3 
H, s), 2.53 (2H, t), 2.66 (2H, q), 3.14 (2H, t), 3.73 (2H, s), 6.57 (1H, 
s), 7.57 (2H, d), 7.67 (2H, d). 
[0 4 8 0] 

mmm 6(29) 

[ (3- 1 1- [-5- (4-7W07xz;v) -2-^fJV-3-7'j;V] ^h^r-> 
[ft 3 5 5 ] 



rwr^ft*; iH-NMR (CDCI3) a 1.62 (3H, d), 2.34 (3H, s), 3.02 (2H 
, s), 3.78 (2H, s), 5.26 (1H, q), 6.55 (1H, s), 6.77-6.90 (3H, m), 7.02 
(2H, t), 7.19 (1H, t), 7.55 (2H, dd). 




COOH 
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[0 4 8 1] 

mm 6 o o) 

[ (3- {1- [5- (4-7Wn7x^) -2-*?-fr-3-7V fr] 7*h^rv[ 
Hb3 5 6] 



mmfo; iH-NMR (CDC1 3 ) S 0.96 (3H, t), 1.33-1.58 (2H, m), 1.70-1.87 (1H 
, m), 1.94-2.09 (1H, m), 2.34 (3H, s), 3.00 (2H, s), 3.77 (2H, s), 5.04 
(1H, t), 6.51 (1H, s), 6.75-6.88 (3H, m), 7.02 (2H, t), 7.17 (1H, t), 7. 
54 (2H, dd). 

[0 4 8 2] 

mmme (3 1) 

2-^^-;V-2- [4- (3- |2-^^;V-5- [4- ( b V ~7)V3ru * <f-)V) 7i- 
)]/] _3_ 7 i;;v| yn^-» 7x;^>] :/nif*>lfc 
[4fc3 5 7] 



I1£123-124*C; iH-NMR (CDCI3) 8 1.54 (6H, s), 1.97-2.04 (2H, m), 2.26 ( 
3H, s), 2.57 (2H, t), 3.92 (2H, t), 6.59 (1H, s), 6.76-6.94 (4H, m), 7.5 
7 (2H, d), 7.66 (2H, d). 
[0 4 8 3] 

mmme (3 2) 

|4_^^;v_2- [ (2- |2-^7-;v-5- [4- ( h y 7;v^-u^^-;v) 7x-;i/ 
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lit 3 5 8 ] 



M *130-132 < C ; 1H-NMR (CDCI3) 8 2.31, 2.32 (6H, each s), 2.81 (2H, t), 
3.31 (2H, t), 3.71 (2H, s), 6.60 (1H, s), 7.57 (2H, t), 7.66 (2H, d). 
[0 4 8 4] 

mmm6 (3 3) 

\4-^-f-)U-2- [ (3- \2-*?-)l'-5- [4- (h^^tn^f^) 
] _ 3 _ 7 i;;v( yntf/l/) -1, 3-f7^;i/-5-^M S£M 

[ft 3 5 9] 



M*110-112 < C; iH-NMR (CDCI3) 8 1.82-1.95 (2H, m), 2.24 (6H, s), 2.41-2 

.45 (2H, m), 3.07 (2H, t), 3.59 (2H, s), 6.53 (1H, s), 7.53 (2H, d), 7.6 
2 (2H, d). 

[0 4 8 5] 

$mm 6 (34) 

3- [6- ( 1 2 -^^-5- [4- (PJ7;vtn^f;i/) -7^~;i/| -3-7'J;v 
[ft3 6 0] 



Sl!<£l91-192 c C; iH-NMR (CDC1 3 ) 8 2.44 (3H, s), 2.76 (2H, t), 3.09 (2H, t 
), 4.97 (2H, s), 6.82 (1H, s), 7.15-7.20 (2H, m), 7.31 (1H, dd) 7.57-7.6 
0 (3H, m), 7.66-7.72 (4H, m). 
[0 4 8 6] 
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mm 6 (3 5) 

2- [ (3- |2- [5- (4-7WD7x^) - 2 - * 3 - 7 V )\> 

[ft 3 6 1] 



jU!,£78-81 , C; iH-NMR (CDC1 3 ) 5 1.55 (6H, s), 3.31 (3H, s), 2.82 (2H, t), 
3.86 (2H, s), 4.07 (2H, t), 6.46 (1H, s), 6.76 (1H, dd), 6.87 (1H, s), 
6.90 (1H, d), 7.02 (2H, t), 7.18 (1H, t), 7.55 (2H, dd). 
[0 4 8 7] 

mmm 6 (36) 

|4-^;v-2- [ ( )2-^^;v-5- [4- (h'J7^tn^ h^v) 7 
a,-;!/] -3-7'J;H -1, 3-f77-^-5-^JH 

3 6 2] 



M*163-1651C; iH-NMR (CDCl3-DMS0-d6) 8 2.31 (3H, s), 2.34 (3H, s), 3,6 
7 (2H, s), 4.15 (2H, s), 6.58 (1H, s), 7.18 (2H, d), 7.59 (2H, d). 
[0 4 8 8] 

mmme (3 7) 

2- 1 [3- ( 1 2 - [5 - (4-7Wn7x-;v) - 2 3 - 7 V 

[ft 3 6 3] 



!H-NMR (CDCI3) a 0.90 (3H, t), 1.19-1.62 (3H, m), 1.56 (6H, s), 



Me Me 
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1.71-1.88 (1H, m), 2.31 (3H, s), 2.89-3.00 (1H, m), 3.85 (2H, s), 3.95 
(2H, d), 6.45 (1H, s), 6.73-6.77 (1H, m), 6.86 (1H, s), 6.89 (1H, d), 7. 
03 (2H, t), 7.18 (1H, t), 7.57 (2H, dd). 
[0 4 8 9] 

mmm6 (3 8) 

[2- ( 1 2 - [ 2 -x.?-)\s- 5 - (4-7;^n7i-;i') - 3 - 7 ^ 
?-;W -4-^;i—i, 3-f77-;i'-5-'f;i'] W 

Hk3 6 4] 



M*124-126 < C; iH-NMR (CDC1 3 ) $ 2.29 (3H, s), 2.32 (3H, s), 2.80 (2H, t 

), 3.31 (2H, t), 3.72 (2H, s), 6.42 (1H, s), 7.03 (2H, t), 7.55 (2H, dd) 

[0 4 9 0] 

nMM6 (3 9) 

[5- (3- |2 -J^i~)U- 5 - [4- (h 'J 7 )V*U 7x-;V] -3 

-7°n^^rv) -2-^ h^v"7jc^;V] f£& 
[-ft 3 6 5] 



M<5l38-139°C; iH-NMR (CDCI3) d 1.22 (3H, t), 1.95-2.05 (2H, m), 2.56 ( 
2H, t), 2.64 (2H, q), 3.64 (2H, s), 3.79 (3H, s), 3.91 (2H, t), 6.59 (1H 
, s), 6.78 (3H, s), 7.57 (2H, d), 7.67 (2H, d). 
[0 4 9 1] 

mmm 6 (40) 

[3- (3- 1 2 5 - [4- ( h 7)Vjru*?-)V) 7 -3 





mf£# 2003-3083680 
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Hfc3 6 6] 




COOH 



H£l37-138°C; iH-NMR (CDC1 3 ) d 1.22 (3H, t), 2.03-2.12 (2H, m), 2.58 ( 
2H, t), 2.64 (2H, q), 3.55 (2H, s), 3.85 (3H, s), 4.01 (2H, t), 6.60 (1H 
, s), 6.78-6.82 (3H, m), 7.56 (2H, d), 7.66 (2H, d). 

[0 4 9 2] 
nMM6 (4 1) 

2- [ (3- 1 [5- (3-^ Y*i/7^=-)V) -2-^f-;v-3--7';;v] ^ 
Ut3 6 7] 



Wmi', iH-NMR (CDCI3) 8 1.56 (6H, s), 2.38 (3H, s), 3.84 (3H, s), 3.88 

(2H, s), 4.83 (2H, s), 6.65 (1H, s), 6.77 (1H, ddd), 6.82-6.85 (1H, m), 
6.91-6.97 (2H, m), 7.15-7.28 (4H, m). 
[0 4 9 3] 

mmm 6 (42) 

I [4 -y^Jru- 3 - ( \2-^^)U- 5- [4- (fj7;vtn^f;v) 7 
[4t 3 6 8 ] 



Il£ll0-lll o C; iH-NMR (CDCI3) * 2.41 (3H, s), 3.08 (2H, s), 3.80 (2H, s 
), 4.96 (2H, s), 6.80 (1H, s), 6.86-6.92 (1H, m), 6.99-7.08 (2H, m), 7.5 
9 (2H. d), 7.70 (2H, d). 
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[0 4 9 4] 

mMW6 (4 3) 

j [2-^;v^n-5- ( |2-^;v-5- [4- (f'J7;vtn^f;v) -7 
Ut3 6 9] 



iS<>5l05-106 , C; iH-NMR (CDCI3) d 2.40 (3H, s), 3.19 (2H, s), 3.86 (2H, s 
), 4.84 (2H, s), 6.78 (1H, s), 6.82-6.88 (1H, m), 6.92-7.05 (2H, m), 7.6 
0 (2H, d), 7.71 (2H, d). 

[0 4 9 5] 
mMM6 (44) 

2- [4- (3- j 2 -x.^-)V- 5 - [4- (f'J7;vtn>f^) 7x-JV] 
-3-7'j;H 7°tf* Q ^v) 7x^;v] -2-^^-;v7°nif^>^ 
Mb3 7 0] 



M^^-lOSt:; Ifi-NMR (CDCI3) a 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 ( 
1H, ni), 2.57 (2H, t), 2.64 (2H, q), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H 
, d), 7.30 (2H, d), 7.57 (2H, d), 7.66 (2H, d). 
[0 4 9 6] 

mmm e (45) 

2- [3- (3- {2 5 - [4- (f'J7;^n^f;v) 
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[4b3 7 1] 




Me Me 



COOH 



H>^94-95X:; iH-NMR (CDCI3) a 1.22 (3H, t), 1.58 (6H, s), 1.98-2.07 (1H 
, m), 2.58 (2H, t), 2.64 (2H, q), 3.96 (2H, t), 6.59 (1H, s), 6.77 (1H, 
ddd), 6.94-6.98 (2H, m), 7.24 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 
[0 4 9 7] 

mmm 6(46) 

[3- (3- \2-^)V- 5- [4- (h'j7JVtn^f;v) 7i-JV] -3 
Ut 3 7 2 ] 



■&J&91-93T;; iH-NMR (CDCI3) 5 1.21 (3H, t), 2.01-2.10 (2H, m), 2.60 (2H 
, t), 2.64 (2H, q), 3.57 (2H, s), 4.02 (2H, t), 6.60 (1H, s), 6.78 (1H, 

ddd), 6.85 (1H, dd), 7.02 (1H, dd), 7.57 (2H, d), 7.67 (2H, d). 
[0 4 9 8] 

mmme (4 7) 

[5- (3- |2-^;i/-5- [4- (h'j7;vtn^f;i/) 7x-^] -3 
Ut3 7 3] 



1*128-12913; 1H-NMR (CDCI3) a 1.22 (3H, t), 1.96-2.05 (2H, m), 2.57 ( 
2H, t), 2.63 (2H, q), 3.67 (2H, d), 3.91 (2H, t), 6.58 (1H, s), 6.73-6.7 
8 (2H, m), 6.97 (1H, t), 7.57 (2H, d), 7.67 (2H, d). 





£HSE# 2003-3083680 



mm 2003-185241 



: 276/ 



[0 4 9 9] 

mmme (4 8) 

I [2 -^5^- 3- ( 12-^^-^-5- [4- (hV7;Hn>f;v) y 
Mb 3 7 4] 



»&151-152t:; iH-NMR (CDCI3) £ 2.27 (3H, s), 2.40 (3H, s), 3.16 (2H, s 
), 3.88 (2H, s), 4.86 (2H, s), 6.78 (1H, s), 6.88 (1H, d), 6.89 (1H, d), 
7.12 (1H, t), 7.59 (2H, d), 7.71 (2H, d). 
[0 5 0 0] 

mmm e (49) 

j [2-xb^y-5- ( {2-^;V-5- [4- (h'J7)P*n^fA/) "7 
■[ft 3 7 5] 



itt^85-87 , C; ^-NMR (CDC1 3 ) a 1.41 (3H, t), 2.39.(3H, s), 3.21 (2H, s), 
3.84 (2H, s), 4.02 (2H. q), 4.82 (2H, s), 6.78 (1H, s), 6.82 (1H, s), 6 
.82 (1H, d9, 6.91 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 
[0 5 0 1 ] 

mmm 6 (50) 

[3- (3- {2-^)1^-5- [4- (f'j7;Ptn>f;i/) 7z^V] -3 
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[ft 3 7 6] 




COOH 



tt&109-110*C; 1H-NMR (CDC1 3 ) S 1.22 (3H, t), 2.00-2.09 (2H, m), 2.22 ( 
3H, s), 2.60 (2H, t), 2.63 (2H, q), 3.69 (2H, s), 3.96 (2H, t), 6.59 (1H 
, s), 6.75 (1H, d), 6.81 (1H, d), 7.10 (1H, t), 7.57 (2H, d), 7.66 (2H, 
d). 

[0 5 0 2] 

nnm 6(51) 

I [4-^;V-3- ( {2-^;V-5- [4- ( h 'J 7)ls*U 7*. 
[ft 3 7 7 ] 



11*120-121^; iH-NMR (CDCI3) d 2.21 (3H, s), 2.42 (3H, s), 3.11 (2H, s 
), 3.83 (2H, s), 4.89 (2H, s), 6.78 (1H, s), 6.83 (1H, dd), 6.91 (1H, d) 
, 7.09 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 
[0 5 0 3] 

mum 6 (52) 

( |1- [3- ( |2-^;v-5- [4- (h'j7;^n^f;v) 7x-)V] 

-3-7VM y^-M 

[ft 3 7 8] 



Mtm; ^-NMR (CDCI3) d 0.88 (3H, t), 1.21-1.42 (2H, m), 1.77-1.91 (2H 
. m), 2.41 (3H, s), 2.93 (1H, d), 3.04 (1H, d), 3.97 (1H, dd), 4.87 (2H, 
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s), 6.79 (1H, s), 6.85-6.95 (3H, m), 7.24 (1H, t), 7.59 (2H, d), 7.70 ( 
2H, d). 

[0 5 0 4] 

mmm 6(53) 

[2- ( I [5- (3-* F^y7x-;V) _ 2 -^;V-3 -7'J;V] 
I -4-^^-1, 3 _^ Ty *_;u_ 5 

[ft 3 7 9] 



Ii£l74-176°C; 1H-NMR (CDCl3-DMS0-d6) 8 2.31 (3H, s), 2.34 (3H, s), 3.6 
7 (2H, s), 3.84 (3H, s), 4.15 (2H, s), 6.60 (1H, s), 6.75-6.79 (1H, m), 
7.13 (1H, s), 7.18 (1H, d), 7.26 (1H, t). 
[0 5 0 5] 

mmm 6 (54) 

| [4-^nn-3 - ( 1 2 5 - [4- (F'J7;vin^f;i/) 7x 

Ut3 8 0] 



Bl^-lOir; 1H-NMR (CDCI3) a 2 A3 (3H, s), 3.08 (2H, s), 3.82 (2H, s) 
, 4.98 (2H, s), 6.82 (1H, s), 6.89 (1H, dd), 7.03 (1H, d), 7.32 (1H, d), 
7.60 (2H, d), 7.71 (2H, d). 
[0 5 0 6] 

nmm 6 (55) 

I [3-^f-;u-5- ( |2-^;i/-5- [4- (f'J7^a^f^) y 




COOH 
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Ut3 8 1] 

A 

° CH 3 

l!il*123-124 < C; !H-NMR (CDCI3) S 2.32 (3H, s), 2.41 (3H, s), 3.13 (2H, s 
), 3.79 (2H, s), 4.85 (2H, s), 6.70 (1H, s), 6.76 (2H, s), 6.77 (1H, s), 
7.58 (2H, d), 7.69 (2H, d). 
[0 5 0 7] 

mmm 6 (56) 

[3- (3- \2-^)V- 5- [4- ( h U 7fr*xi*f-fy) -3 
[ft 3 8 2] 

Me 

Si^l00-10rC; iH-NMR (CDCI3) 5 1.22 (3H, t), 1.96-2.04 (2H, m), 2.30 ( 
3H, s), 2.57 (2H, t), 2.64 (2H, q), 3.56 (2H, s), 3.94 (2H, t), 6.59 (1H 
, s), 6.63 (2H, s), 6.67 (1H, s), 7.56 (2H, d), 7.66 (2H, d). 
[0 5 0 8] 

mmm e (57) 

2- [4- (3- 1 2 5 - [4- (f'j7^tn^f;v) 7x-;v] 

[ft 3 8 3] 

rv°x COOH 

16^70-71 *C; iH-NMR (CDCI3) d 1.22 (3H, t), 1.53 (6H, s), 1.95-2.09 (2H 
; m), 2.58 (2H, t), 2.64 (2H, q), 3.93 (2H, t), 6.60 (1H, s), 6.81 (2H, 



F 3 c-f \Wv^^o^^ COOH 
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d), 6.92 (2H, d), 7.58 (2H, d), 7.68 (2H, d). 
[0 5 0 9] 

mmm 6 (58) 

2- [2-^oo-4- (3- | 2 5 - [4- (h 'J 7^tn^f ;V 
) 7i-;v] -3-7VM yn^y) 7x;^>] - 2 fA'^n/r/j 
Mb 3 8 4] 



!H-NMR (CDCI3) <y 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 (2H, m), 
2.57 (2H, t), 2.63 (2H, q), 3.92 (2H, t), 6.58 (1H, s), 6.73 (1H, dd), 
6.94 (1H, d), 7.04 (1H, d), 7.57 (2H, d), 7.67 (2H, d). 
[0 5 10] 

mmm e (59) 

2-*?-)V-2- 1 [3- ( |2-^^;v-5- [3- (f'j7Wn^f;v) 
Mb 3 8 5 ] 



iHl^81-82 < C; iH-NMR (CDCI3) 8 1.57 (6H, s), 2.40 (3H, s), 3.88 (2H, s), 
4.86 (2H, s), 6.75 (1H, s), 6.82-6.87 (1H, m), 6.92-6.96 (2H, m), 7.22 
(1H, t), 7.46 (2H, d), 7.75-7.79 (1H, m), 7.86 (1H, s). 
[0511] 

mmme (6 o) 

2- (4- 1 [5- (3 F^v7x-iV) - 2 - 3 -7'J;V] ^ h 





ffi8E# 2003-3083680 



#M 2003-185241 



^-v: 281/ 



Ut3 8 6] 
MeO ° CH 3 

M*lll-112 t C; iH-NMR (CDC1 3 ) 8 1.54 (6H, s), 2.38 (3H, s), 3.84 (3H, s 
), 4.82 (2H, s), 6.64 (1H, s), 6.76-6.80 (1H, m), 6.88 (2H, d), 6.93 (2H 
, d), 7.15-7.29 (3H, m). 
[0 5 12] 

nnw 6(61) 

(3- |3- [2-^^;v-5- (3-^Ky7x-;i/) ~?u 
[it 3 8 7] 




COOH 



tSiWfo: ^-NMR (CDCI3) a 1.21 (3H, t), 1.96-2.05 (2H, m), 2.56 (2H, t), 
2.62 (2H, q), 3.61 (2H, s), 3.84 (3H. s), 3.95 (2H, t), 6.47 (1H, s), 6 
.73-6.76 (1H, m), 6.79-6.86 (3H, m), 7.13-7.27 (4H, m). 
[0 5 13] 

mmm 6(62) 

2- (4- |3- [2 - J^l'- 5 - (3-^^y7x-;H - 3 - 7'j 

[i 1 3 8 8 ] 

f\s*r ^o^ M6Me 

^-NMR (CDC1 3 ) S 1.20 (3H, t), 1.53 (6H, s), 1.96-2.05 (2H, m), 
2.56 (2H, t), 2.61 (2H, q). 3.84 (3H, s), 3.92 (2H, t), 6.46 (1H, s), 6 
.72-6.77 (1H, m), 6.79 (2H, d), 6.90 (2H, d), 7.12-7.27 (3H, m). 
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[0 5 14] 

mMm6 (6 3) 

2-^^;V-2- [4- ( \2 5- [3- (f'j7;Hn^f;V) 7 
-3_-7i;;v| ^h^v) ^jcy^y] yn;\'y| 

Hb3 8 9] 



B4*83-84r; !H-NMR (CDCI3) a 1.55 (6H, s), 2.40 (3H, s), 4.84 (2H, s), 
6.75 (1H, s), 6.86-6.97 (4H, m), 7.47 (2H, d), 7.75-7.79 (1H, m), 7.86 
(1H,. s). 

[0 5 15] 

mmm 6(64) 

\4-*?-)V-2- [ ( |2-^;v-5- [3- (f'J7^tn^f;u) 
Hb3 9 0] 



M^lOS-mr; iH-NMR (CDCl 3 -DMS0-d6) 8 2.33 (3H, s), 2.34 (3H, s), 3.6 
7 (2H, s), 4.16 (2H, s), 6.70 (1H, s), 7.45-7.48 (2H, m), 7.72-7.77 (1H, 
m), 7.83 (1H, s). 
[0 5 16] 

mmm e (65) 

2- | [1- (3- I [5- (4 --7;v^n-7jc-;l/) 
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[it 3 9 1] 




COOH 



M^89-90°C; iH-NMR (CDC1 3 ) S 1.39 (3H, s), 1.53 (3H, s), 1.56 (3H, d), 
2.38 (3H, s), 4.13 (1H, q), 4.85 (2H, s), 6.59 (1H, s), 6.81 (1H, dd), 
6.93 (1H, d), 6.97 (1H, t), 7.04 (2H, t), 7.20 (1H, t), 7.57 (2H, dd). 
[0 5 17] 

mmme (6 6) 

2 -*<f-)V- 2 - ( 1 1 - [3- ( \2-*1-)V- 5 - [4- (Yi)7)l<jrUjL 

at 

[ft 3 9 2] 



M*75-77°C; iH-NMR (CDCI3) 5 1.40 (3H, s), 1.53 (3H, s), 1.56 (3H, d), 
2.42 (3H, s), 4.14 (1H, q), 4.87 (2H, s), 6.79 (1H, s), 6.79-6.84 (1H, 
m), 6.92-6.99 (2H, m), 7.21 (1H, t), 7.59 (2H, d), 7.71 (2H, d). 
[0 5 18] 

mmm& (6 7) 

2- [3- (3- \2-JL^)]/-5- [4- (fHWD^f^) 7x-;i/] 
- 3 - "7 U ;u| ^n*^y) 7x-jV] y°n^>^ 
Mb 3 9 3 ] 




»; iH-NMR (CDCI3) a 1.22 (3H, t), 1.50 (3H, d), 1.97-2.06 (2H, m), 
2.58 (2H, t), 2.64 (2H, q), 3.71 (1H, q), 3.96 (2H, t)6.59 (1H, s), 6.7 
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9 (1H, ddd), 6.86-6.91 (2H, m), 7.23 (1H, t), 7.56 (2H, d), 7.66 (2H, d) 
[0 5 19] 

mmme (6 8) 

2- [2--7;V^-n-4- ( |2-^^;l/-5- [4- ( h 7)1/* n * 1~)V) 
[tt3 9 4] 



M,£82-83°C; iH-NMR (CDCl 3 ) 8 1.55 (6H, d), 2.41 (3H, s), 4.83 (2H, s), 
6.65-6.80 (2H, m), 6.77 (1H, s), 7.05 (1H, t), 7.60 (2H, d), 7.71 (2H, 
d). 

[0 5 2 0] 

mm* (6 9) 

2- [4- (3- |2 - 5 - [4- (f'j7^n>f;i/) 7i-;v] 

-3-7';>i/} ^n^^r-^) -2-7;viD7xyJry] - 2 ^;V7°n/N°> 

Wb3 9 5] 



°"~"\^CH 3 

iH-NMR (CDCI3) * 1.22 (3H, t), 1.54 (6H, s), 1.95-2.09 (2H, m), 
2.54-2.69 (4H, m), 3.92 (2H, t), 6.56-6.71 (2H, m), 6.59 (1H, s), 7.03 
(1H, t), 7.58 (2H, d), 7.68 (2H, d). 
[0 5 2 1] 

mmme (7 0) 

2-^;v-2- 1 [3- ( \2-*3-)V- 5- [4- (h'J7^tn^f;v) 
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[ft 3 9 6] 



H5^95-96t:; iH-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.42 (3H, s), 4.52 (2H, s), 

4.89 (2H, s), 6.79 (1H, s), 6.89-7.01 (3H, m), 7.30 (1H, t), 7.60 (2H, 
d), 7.71 (2H, d). 
[0 5 2 2] 

mm 6 (71) 

2- [ (3- I [5- (4-7Wn7i-^) -2-^^;v-3--7 i ;;^] * 

[<fc3 9 7] 



T^V? 7*J&5fc; iH-NMR (CDCI3) S 1.57 (6H, s), 2.39 (3H, s), 4.52 (2H 

, s), 4.87 (2H, s), 6.60 (1H, s), 6.90-7.09 (5H, m), 7.29 (1H, t), 7.59 
(2H, dd). 

[0 5 2 3] 

mmm e (72) 

|2- [ ( |2- (ih^ry^f^) -5- [4- (h'J7Wn^f^) 7^ 
~;v] -3-"7V;W ^jV7 7-ii/] -4-^^;^-l, 3-f7V- 

Ht3 9 8] 



M.* 104-106 T:; iH-NMR (CDC1 3 ) S 1.23 (3H, t), 2.34 (3H, s), 3.56 (2H, q 






fcBSE# 2003-3083680 



#M 2003-185241 



^-v! 286/ 



), 3.73 (2H, s), 4.26 (2H, s), 4.51 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 
7.72 (2H, d). 

[0 5 2 4] 

mmm 6(73) 

|2- [ ( 1 2-y^-)V- 5 - [4- (PJ7;VtD^f;l/) 7x-;H -3- 

yvM ^;i/7 7-^] -4-^-^;v-i, 3-f7V-;v-5-^;v 

{it 3 9 9 ] 



Mtfctf; iH-NMR (CDCI3) d 0.92 (3H, t), 1.32-1.39 (2H, m), 1.59-1.66 (2H 
, m), 2.30 (3H, s), 2.62 (2H, t), 2.80 (2H, t), 3.28 (2H, t), 3.67 (2H, 
s), 6.60 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 

[0 5 2 5] 
H«!I6 (74) 

2- I [3- ( |2- (x^y^f;l/) -5- [4- (f 'J 7;v^n^f ;V) 
[ft 4 0 0] 



mW&Q', !H-NMR (CDCI3) $ 1.23 (3H, t), 1.55 (6H, s), 3.60 (2H, q), 3.88 

(2H, s), 4.58 (2H, s), 4.97 (2H, s), 6.83-6.87 (2H, m), 6.92-6.98 (2H, 
m), 7.19 (1H, d), 7.60 (2H, d), 7.75 (2H, d). 
[0 5 2 6] 

mmm 6(75) 

2- [2 -p^v- 4 - ( )2-^;v-5- [4- (b'j7;vta^f;i/) -7 





miiE#2 003-3083680 



#M 2003-185241 



v : 287/ 



[ft 4 0 1] 




M^C118-119 a C; !H-NMR (CDCI3) S 0.97 (3H, t), 1.58-1.72 (2H, m), 2.30 ( 
3H, s), 2.39 (3H, s), 2.54-2.58 (1H, m), 2.72 (1H, dd), 2.92 (1H, dd), 4 
.82 (2H, s), 6.71-6.79 (3H, m), 7.06 (1H, d), 7.58 (2H, d), 7.70 (2H, d) 

[0 5 2 7] 

mnm6 (7 6) 

2-^^-)^-3- [2-^f-;v-4- ( |2-^;v-5- [4- (vvy^t 

U*?-)V) 7x-jV] -3-7 } )M 7x.~)V] 7"usS>^ 

[ft 4 0 2] 



m&96-97V; iH-NMR (CDCI3) d 1.20 (3H, d), 2.30 (3H, s), 2.39 (3H, s), 
2.57-2.75 (2H, m), 3.04 (1H, dd), 4.82 (2H, s), 6.72-6.78 (3H, m), 7.04 
(1H, d), 7.57 (2H, d), 7.69 (2H, d). 
[0 5 2 8] 

mMW6 (7 7) 

2--*h*v-3- [2-^^;V-4- ( \2-^^-^-5- [4- 
*u*7-)v) 7x-;v] -3--7'J^I ^f^v) -7^-;!/] -/n/-?^ 
[ft 4 0 3] 



M*125-l26°C; iH-NMR (CDCI3) 8 2.34 (3H, s), 2.40 (3H, s), 2.97 (1H, d 





Me 



ffilE#2 003-3083680 
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^-vl 288/ 



d), 3.13 (1H, dd), 3.35 (3H, s), 3.95 (1H, dd), 4.83 (2H, s), 6.74-6.79 

(3H, m), 7.12 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 
[0 5 2 9] 

%mm 6(78) 

2, 2-vV^;V-3- [4- ( |2-^;v-5- [4- (f'J7Wn^f 

)V) 71-^] -3-y')M -7°n/^>^ 
[ft 4 0 4] 



I*125-127t;; 1H-NMR (CDCI3) 8 1.20 (6H, s) 2.38 (3H, s), 2.48 (2H, s) 

, 4.82 (2H, s), 6.75 (1H, s), 6.88 (2H, d), 7.10 (2H, d), 7.57 (2H, d), 
7.68 (2H, d). 

[0 5 3 0] 

mmm 6 (79) 

2, 2-v^;V-3- [4- (2- 12-^^-5- [4- {\>V7)VvfU 

-7^-;V] Jch^rv) 7x-jV] 7*u^yWt 

[ft 4 0 5] 



rfiW; iH-NMR (CDC1 3 ) a 1.18 (6H, s), 2.33 (3H, s), 2.78-2.86 (4H, m), 
4.06 (2H, t), 6.65 (1H, s), 6.81 (2H, d), 7.07 (2H, d), 7.56 (2H, d), 7 
.66 (2H, d). 

[0 5 3 1] 

mmme (8 o) 

2, 2-v^;V-3- [4- (3- {2 -*?-)V- 5 - [4- (MJ^^u 





Me Me 



CQH 



ffiliE# 2003-3083680 



&m 2003-185241 



^- v : 289/ 



[it 4 0 6 ] 



Me 




Me Me 



CQH 



2NtJH£&5fc; iH-NMR (CDC1 3 ) £ 1.18 (6H, s), 2.00 (2H, t), 2.26 (3H, s) 
, 2.56 (2H, t), 2.82 (2H, s), 3.93 (2H, t), 6.59 (1H, s), 6.80 (2H, d), 
7.07 (2H, d), 7.56 (2H, d), 7.65 (2H, d). 
[0 5 3 2] 

mm 6 ( 8 1 ) 

[3-^h^rv-4- ( i2-^^;V-5- [4- (f'J7JVtn^f;U) 7i 
[it A 0 7] 



), 4.91 (2H, s), 6.78-6.82 (3H, m), 7.58 (2H, d), 7.69 (2H, d). 
[0 5 3 3] 

mmm 6 (82) 

3- [ 4 _^}^>_3_ ( \2-*^)V-5- [4- (f'J7^tn^f^) 
7x-^] — 3 — V ^h^fv) 7x-;v] 7'n;r/f 
4 0 8 ] 



§i*128-129°C; iH-NMR (CDCI3) £ 2.38 (3H, s), 2.60-2.68 (2H, m), 2.89 ( 
2H, t), 3.84 (3H, s), 4.91 (2H, s), 6.81 (4H, s), 7.58 (2H, d), 7.69 (2H 
, d). 

[0 5 3 4] 




jtt^C139-140*C; iH-NMR (CDCI3) 3 2.38 (3H, s), 3.59 (2H, s), 3.86 (3H, s 




mSE# 2003-3083680 



#® 2003-185241 



290/ 



%mm 6 (83) 

[3- (2- 1 2 5 - [4- (f'J7;Vtn^fjV) 7x^;v] -3 
-*7V;H J.h^r-» 7x-JV] WeW. 
[ft 4 0 9] 



lK/&92-94 , C; 1H-NMR (CDCI3) S 2.34 (3H, s), 2.84 (2H, t), 3.61 (2H, s), 

4.08 2H, t), 6.66 (1H, s), 6.81-6.88 (3H, m). 7.19-7.27 (1H, m), 7.57 ( 
2H, d), 7.68 (2H, d) . 
[0 5 3 5] 

mmme (8 4) 

[3- (3- |2-^;V-5- [4- ( h V 7 )VHrU 7i-;V] -3 

[ft 4 1 0] 



i$*lll-113°C; 1H-NMR (CDCI3) 8 2.01 (2H, t), 2.26 (3H, s), 2.56 (2H, t 
), 3.61 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.80-6.87 (3H, m), 7.19-7.2 
7 (1H, m), 7.56 (2H, d), 7.66 (2H, d). 
[0 5 3 6] 

mmm e (85) 

2-^;v-2- [3- ( |2-^^;v-5- [4- ( h V yfr*u*?-j[,) y 
-3-yi))i,\ ^^y) 7x-JV] 7°n;r/f 

[ft 4 1 1] 






£tJgE#2 003-3083680 



#M 2003-185241 



291/ 



jttj£l27-128'C; iH-NMR (CDCI3) 8 1.59 (6H, s), 2.40 (3H, s), 4.85 (2H, s 
), 6.78 (1H, s), 6.85-6.89 (1H, m), 7.00-7.02 (2H, m), 7.24-7.30 (1H, m) 
, 7.59 (2H, d), 7.70 (2H, d). 

[0 5 3 7] 
mm 6 (86) 

2-^^)V-2- [4- ( |2 -*?-)l>- 5- [4- (l^'J7Wn^f;i/) 7 

_3_ 7 i; ;l/ | ^^y) 7x^] 7"n^>R 
Kb 4 1 2] 



i!l!*105-107 , C; iH-NMR (CDCI3) d 1.58 (6H, s), 2.39 (3H, s), 4.85 (2H, s 
), 6.76 (1H, s), 6.94 (2H, d), 7.34 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 
[0 5 3 8] 

mmm 6 (87) 

[3- ( \2 5 - [4- (f'J7Wn^ffl/) 7i-;V] -3 -7 
U /H ^ h v) 7x^ v] ffslfe 
Mb 4 1 3] 



§jl*118-119t:; !H-NMR (CDCI3) (5 2.40 (3H, s), 4.66 (2H, s), 4.84 (2H, s 
), 6.51-6.54 (1H, m), 6.56-6.58 (1H, m), 6.62-6.66 (1H, m), 6.77 (1H, s) 
, 7.11 (1H, d) f 7.59 (2H, d), 7.69 (2H, d). 
[0 5 3 9] 

mmm 6 (88) 

2 2 - I [4- ( j 2 5 - [4- (h'j7Wn^f^) 

7x-;V] -3-7'JJH ^h^rv) 7x-;V] ^;V7 7-;H ynytyS 





tBSE# 2003-3083680 



mm 2003-185241 



^-v: 292/ 



[ft 4 1 4] 



It J&128-1291C ; !H-NMR (CDC1 3 ) a 1.48 (6H, s), 2.38 (3H, s), 4.84 (2H, s 
), 6.73 (1H, s), 6.93 (2H, d), 7.46 (2H, d), 7.58 (2H, d), 7.68 (2H, d). 
[0 5 4 0] 

mtm 6 (89) 

3- [5- ( 1 2-**f-)\s- 5 - [4- (f'J7;Vtn^f;l/) y^-;!/] -3 
-•7>j;v| -i-^ < /77>-2--f;v] 7'n;^i 

[ft 4 1 5] 



M<5156-157'C; iH-NMR (CDCI3) 8 2.39 (3H, s), 2.82 (2H, t), 3.10 (2H, t 
), 4.88 (2H, s), 6.39 (1H, s), 6.80 (1H, s), 6.88 (1H, dd). 7.04 (1H, d) 
, 7.30 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 
[0 5 4 1] 

mmm 6 oo) 

[5- ( \2-*^-)V- 5 - [4- (f'J7;Vtn^f;V) 7x-jv] -3-7 
[ft 4 1 6] 





HL&140-142T:; iH-NMR (CDCI3) * 2.34 (3H, s), 3.75 (2H, s), 4.80 (2H, s 
), 6.51 (1H, s), 6.74 (1H, s), 6.86 (1H, d), 7.00 (1H, s), 7.25 (1H, s), 
7.55 (2H, d), 7.65 (2H, d). 



[0 5 4 2] 



ffifiE# 2003-3083680 
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^-v: 293/ 



3- [4- ( 1 2 5 - [4- (h'J7^n^f;v) y -3 

Mb 4 1 7] 



KJ&129-1311C; ^H-NMR (CDCI3) 5 0.99 (3H, t), 1.57-1.68 (2H, m), 2.40 ( 
3H, s), 2.54-2.66 (4H, m), 2.93 (2H, t), 4.84 (2H, s), 6.73-6.79 (3H, m) 
, 7.09 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 
[0 5 4 3] 

mmm 6 (92) 

2 - [2 -^nn-4 - ( \2-*3-fr-5- [4- (f'J7^tn^f jk) y 
Ift4 18] 



S>^92-93t:; !H-NMR (CDCI3) $ 1.59 (6H, s), 2.40 (3H, s), 4.82 (2H, s), 

6.75 (1H, s), 6.81 (1H, dd), 7.02 (1H, d), 7.07 (1H, d), 7.59 (2H, d), 
7.70 (2H, d). 

[0 5 4 4] 

mmm 6(93) 

[3 on- 4 - (3- i 2 5 - [4- (f'J7^tn^f^) y 





ifitiE# 2003-3083680 



mm 2003-185241 



s<-i? : 294/ 



[it A 1 9] 




CI 



CQH 



®I>^112-113 < C; 1H-NMR (CDC1 3 ) £ 1.20 (3H, t), 2.04-2.08 (2H, m), 2.64-2 
.68 (4H, m), 3.57 (2H, s), 4.00 (2H, t), 6.59 (1H, s), 6.82 (1H, d), 7.0 
8 (1H, dd), 7.30 (1H, d), 7.57 (2H, d), 7.66 (2H, d). 
[0 5 4 5] 

mmme (9 4) 

2- I [4 -v/u^a- 3- ( l2-^;v-5- [4- (f'j7;vto^f;v 
) 7x-;i/] -3— 7^7r- /H -2-^;v 

[it 4 2 0] 



M^O-mr; iH-NMR (CDCI3) 8 1.54 (6H, s), 2.40 (3H, s), 3.83 (2H, s 
), 4.93 (2H, s), 6.78 (1H, s), 6.88-6.89 (1H, m), 6.93-7.06 (2H, m), 7.5 
8 (2H, d), 7.68 (2H, d). 

[0 5 4 6] 
mm U 6(95) 

2- I [2-7n/tn-5- ( |2-^f-;V-5- [4- (f'J7^tD^^ 

) 7i^;v] -3-7 t ;;v| ^Hv) ^^7t-;H -2-^;v 

lit A 2 1] 



»J&131-1321C; iH-NMR (CDCI3) 8 1.57 (6H, s), 2.39 (3H, s), 3.90 (2H, s 





tti!E# 2003-3083680 



mm 2003-185241 



^-■5> I 295/ 



), 4.81 (2H, s), 6.76-6.82 (2H, m), 6.90-6.99 (2H, m), 7.58 (2H, d), 7.6 
9 (2H, d). 

[0 5 4 7] 

mmm e (96) 

2- I [2-7;v*n-3- ( l2-^^;v-5- [4- (h'J7;vtn^fji/ 
) 71-^] -3-yVM ^h^rv) ^>>?;v] xji/77-;v| -2-^^;v 

[ffc4 2 2] 



M .SlOe-lOSr ; 1H-NMR (CDCI3) a 1.57 (6H, s), 2.38 (3H, s), 3.93 (2H, s 

), 4.91 (2H, s), 6.77 (1H, s), 6.90-6.99 (3H, m), 7.58 (2H, d), 7.68 (2H 
, d). 

[0 5 4 8] 

mmm e (97) 

[3- (3- \2-jl^)V- 5- [4- (Y V y)Viru^.^)V) y^-iv] -3 
-7'J;H yn^^rv) -2-7Hn7x-;v] 
[ft 4 2 3] 




m&92-93X;; iH-NMR (CDCI3) £ 1.21 (3H, t), 1.98-2.12 (2H, m), 2.57-2.7 
0 (4H, m), 3.72 (2H, d), 4.02 (2H, t), 6.60 (1H, s), 6.78-7.04 (3H, m), 
7.57 (2H, d), 7.67 (2H, d). 
[0 5 4 9] 

mmm 6 ( 9 8 ) 

[4-^nn-3- (3- { 2 -xf ji/- 5 - [4- (h'J7;vtn^f jl/) y 




fctiiE#2 003-3083680 



mm. 2003-185241 



^-v : 296/ 



Hfc4 2 4] 




ct 



M^104-105 < C; 1H-NMR (CDC1 3 ) S 1.20 (3H, t), 2.03-2.10 (2H, m), 2.59-2 
.70 (4H, m), 3.58 (2H, s), 4.02 (2H, t), 6.60 (1H, s), 6.78-6.81 (2H, m) 
, 7.31 (1H, d), 7.57 (2H, d), 7.67 (2H, d). 
[0 5 5 0] 

mmm 6(99) 

2- I [4 nn- 3 - ( |2-^;v-5- [4- ( > 7 j^fr) 
Hfc4 2 5] 



I1£140-142T:; iH-NMR (CDCI3) 5 1.53 (6H, s), 2.41 (3H, s), 3.84 (2H, s 
), 4.93 (2H, s), 6.79 (1H, s), 6.86 (1H, dd), 6.99 (1H, d), 7.24 (1H, s) 
, 7.58 (2H, d), 7.69 (2H, d). 
[0 5 5 1] 

mmm 6 (100) 

[3- (3- 1 2 5 - [4- (F'j7;^n^f;l/) 7 *.-)V\ -3 

-7'J M 7°Ui$*i/) - 1 H - 4 > ^ V- /I'- 1 - >f /U] ffcBfc 
[<fc4 2 6] 



M^139-140'C; iH-NMR (CDCI3) * 1.22 (3H, t), 2.07-2.12 (2H, m), 2.57-2 
.68 (4H, m), 4.37 (2H, t), 4.92 (2H, s), 6.61 (1H, s), 7.06-7.11 (1H, m) 





ffiiE# 2003-3083680 



mm 2003-185241 



^- v : 297/ 



, 7.16 (1H, d), 7.37-7.42 (1H, m), 7.56 (2H, d), 7.64-7.69 (3H, m). 
[0 5 5 2] 

mmm e (101) 

[5- ( 1 2 5 - [4- (f'J7;Vtn^f;V) 7x-JV] -3 -"7 

Mb 4 2 7] 



M*153-154'C; iH-NMR (CDC1 3 ) 5 2.41 (3H, s), 3.94 (2H, d), 4.91 (2H, s 

), 6.79 (1H, s), 7.00 (1H, dd), 7.12 (1H, s), 7.24-7.25 (1H, m), 7.59 (2 
H, d), 7.65 (1H, d), 7.70 (2H, d). 
[0 5 5 3] 

mmm e (102) 

[5- (3- |2-^^;v-5- [4- (F^^tn^f;!/) 7 -3 
[ft 4 2 8] 



M*U1-112°C; iH-NMR (CDCI3) $ 1.21 (3H, t), 2.04 (2H, t), 2.57-2.67 ( 
4H, m), 3.92 (2H, s), 3.99 (2H, t), 6.59 (1H, s), 6.93-6.96 (1H, m), 7.0 
8 (1H, s), 7.13 (1H, s), 7.55 (2H, d), 7.60 (1H, s), 7.66 (2H, d). 
[0 5 5 4] 

nmm 6 (103) 

3- [5- ( |2 5 - [4- (h V 7 )V*u *?-)V) 7 x.-)V] -3 

-7V M ^h^v) - 1 -^yy^juy- 2 --OKI 





CGJH 



ttiliE# 2003-3083680 



2003-185241 



^-v : 298/ 



[ft 4 2 9] 




Me 




H'Sm-lSS'C; 1H-NMR (CDCI3) S 2.41 (3H, s), 2.73 (2H, t), 3.21 (2H, t 
), 4.91 (2H, s), 6.81 (1H, s), 6.93-6.98 (2H, m), 7.21 (1H, d), 7.59 (2H 
, d), 7.62 (1H, s), 7.71 (2H, d). 
[0 5 5 5] 

mmm 6 ( 1 o 4 ) 

2-^;v-2- [4- (4- |2-^;V-5- [4- (f'J7;Vtn^f^ 
) rf^rv) 7i^v] 7°n/N°>^ 

[ft 4 3 0] 

Me Me 

M*67-69°C; 1H-NMR (CDCI3) d 1.53 (6H, s), 1.70-1.83 (4H, m), 2.29 (3H 
, s), 2.38-2.45 (2H, m), 3.93 (2H, t), 6.58 (1H, s), 6.79 (2H, d), 6.90 
(2H, d), 7.56 (2H, d), 7.66 (2H, d). 
[0 5 5 6] 

mmm 6 (105) 

2-^;V-2- |4- [ ( (E) -4- |2-^f-;V-5- [4- (HJ7JV 
*n^f;v) 7x-;H -3-7y>u| - 3 ^) 7xy^y) 

[ft 4 3 1] 





A 

Me Me 



Wmi', !H-NMR (CDCI3) a 1.54 (6H, s), 2.37 (3H, s), 2.63-2.69 (2H, m), 
4.02 (2H, t), 5.97 (1H, dt), 6.30 (1H, d), 6.81-6.87 (3H, m), 6.88-6.95 



£BSE# 2003-3083680 



mm 2003-185241 
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(2H, m), 7.58 (2H, d), 7.69 (2H, d). 
[0 5 5 7] 

mmm e ( 1 o 6 ) 

2 — 2 - ] [4- (4- I 2 5 - [4- (fV7^a>f 

;v) 7x-jV] -3--7U;v| 7x-;V] ^;i/y T — M 
[it A 3 2] 




f 3 c-<' VHx II I. !I M >L 



B4*155-156r; iH-NMR (CDCI3) .5 1.46 (6H, s), 1.68-1.83 (4H, m), 2.29 ( 
3H, m), 2.36-2.44 (2H, m), 3.95 (2H, t), 6.58 (1H, s), 6.82 (2H, d), 7.4 
0 (2H, d), 7.56 (2H, d), 7.66 (2H, d). 
[0 5 5 8] 

mmm e (107) 

2-^f-)V-2- ( 1 [5- ( |2-^-?-;v-5- [4- ( h V -7)Vjru*7-)V 
) 7x^jv] -3--7'j;M - 1 -^>y^^>- 2 --f *?-fl/ 

Ub4 3 3] 



tCQ^v cQ!H 

Me Me 



ULSlSS-lSgt:; iH-NMR (CDCI3) 8 1.57 (6H, s), 2.40 (3H, s), 4.16 (2H, d 
), 4.89 (2H, s), 6.78 (1H, s), 6.98 (1H, dd), 7.12 (1H, s), 7.21 (1H, d) 
, 7.59 (2H, d), 7.62 (1H, d), 7.70 (2H, d). 
[0 5 5 9] 

6 (io8) 

2-^;v-2- I [4- ( \2-*?-)V-5- [3- (f'J7;vtn^f-;i/) 



tBIE# 2003-3083680 
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^-v : 300/ 



[ft 4 3 4] 




o 



Me 



gj>^108-109 < C; !H-NMR (CDCI3) 8 1.48 (6H, s), 2.38 (3H, s), 4.85 (2H, s 

), 6.71 (1H, s), 6.94 (2H, d), 7.44-7.48 (4H, m), 7.72-7.76 (1H, m), 7.8 
4 (1H, s) . 

[0 5 6 0] 

mm 6 (109) 

2-^^-;v-2- I [3- ( \2-*^?v- 5- [4- (h 'J -7;v^n^^;v) 
lit A 3 5] 



M*148-149r; 1H-NMR (CDCI3) 8 1.56 (6H, s), 2.40 (3H, s), 3.88 (2H, s 
), 4.85 (2H, s), 6.77 (1H, s), 6.81-6.97 (3H, m), 7.20 (1H, d), 7.59 (2H 
, d), 7.70 (2H, d). 
[0 5 6 1] 

mm 6(110) 

2- [ (3- 1 [5- (4-^b^v7x-;v) - 2 -^;v-3 -7'j;v] 
[ft 4 3 6] 



J»^C96-97'C; iH-NMR (CDCI3) 8 1.56 (6H, s), 2.36 (3H, s), 3.82 (3H, s), 
3.87 (2H, s), 4.83 (2H, s), 6.52 (1H, s), 6.81-6.97 (4H, m), 7.19 (1H, 
d), 7.55 (2H, d). 





tBf£# 2003-3083680 
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^-v: 301/ 



[0 5 6 2] 

mmme (i 1 1) 

2- [ (3- I [5- (4 -?nn7x^) - ;V-3-7'J;v] 
Mb 4 3 7] 



1**143-144^; 1H-NMR (CDCI3) a 1.56 (6H, s), 2.37 (3H, s), 3.87 (2H, s 

), 4.83 (2H, s), 6.64 (1H, s), 6.80-6.95 (3H, m), 7.19 (1H, d), 7.31 (2H 
, d), 7.54 (2H, d). 
[0 5 6 3] 

mmm e (112) 

2- [ (3- 1 [5- (3-7WQ7I-A') -2-^^;U-3-'7 i ;;V] * 
Mb 4 3 8 ] 



I1S116-117T;; 1H-NMR (CDCI3) 8 1.56 (6H, s), 2.38 (3H, s), 3.88 (2H, s 
), 4.84 (2H, s), 6.68 (1H, s), 6.82-6.97 (4H, m), 7.18-7.39 (4H, m). 

[0 5 6 4] 
mMW 6 (113) 

2- [ (4- I [5- (4-> Kv7x-^) -2-^^;i^-3--7i;;v] ^ 

Mb 4 3 9 ] 






p 



Me 



ffiSE#2 003-3083680 
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^-v: 302/ 



■fcjfttl45-146t:; iH-NMR (CDCI3) S 1.48 (6H, s), 2.34 (3H, s), 3.81 (3H, s 

), 4.82 (2H, s), 6.48 (1H, s), 6.86-6.95 (4H, m), 7.45 (2H, d), 7.53 (2H 
, d). 

[0 5 6 5] 

mmm 6 (114) 

2- [ (4- ) [5- (4-^Dn7x^) - 2 -tf-fr- 3 -"7 V )V] *y 
Wfc4 4 0] 



il£l30-131 o C; iH-NMR (CDCI3) 3 1.48 (6H, s), 2.36 (3H, s), 4.83 (2H, s 
), 6.61 (1H, s), 6.93 (2H, d), 7.31 (2H, d), 7.46 (2H, d), 7.53 (2H, d). 
[0 5 6 6] 

mmm 6 (115) 

2- [ (4- 1 [5- (3 -7)V-*X2-7 - 2 3 -~7'))V~\ * 

[fU 4 1] 



M*146-147r; iH-NMR (CDCI3) 8 1.48 (6H, s), 2.37 (3H, s), 4.84 (2H, s 
), 6.65 (1H, s), 6.92-6.95 (3H, m), 7.26-7.38 (3H, m), 7.46 (2H, d). 
[0 5 6 7] 

mmm e ( 1 1 6 ) 

2-^^-2- I [3- ( |2-^^;U-5- [2- (h'j7^to^f^) 





mUE^F 2003-3083680 



#® 2003-185241 



s*- s J I 303/ 



[<U 4 2] 



j — . o „Me 




Me Me 

X 
S" C0 2 H 



CF 3 



f; 1H-NMR (CDC1 3 ) 5 1.55 (6H, s), 2.38 (3H, s), 3.86 (2H, s), 4.85 
(2H, s), 6.71 (1H, s), 6.79-6.96 (3H, m), 7.16-7.24 (1H, m), 7.36 (1H, 
t), 7.53 (1H, t), 7.69-7.74 (2H, m). 
[0 5 6 8] 

mmne (117) 

2-^f-;v-2- 1 [4- ( |2-^^;w-5- [2- (F'j7;vtn^f^/) 

[ft 4 4 3] 

Q. -Me 

4 . - JO. 





Me Me 

*C0 2 H 

U>A115-116°C; iH-NMR (CDC1 3 ) S 1.48 (6H, s), 2.37 (3H, s), 4.86 (2H, s 
), 6.70 (1H, s), 6.93 (2H, d), 7.36-7.39 (1H, m), 7.45 (2H, d), 7.53 (1H 
, t), 7.70-7.73 (2H, m). 
[0 5 6 9] 

mmm e ( 1 1 8 ) 

2-^f-;v-2- 1 [3- ( |2-^^;v-5- [4- (HJ7;vtn^f;v) 
[1U 4 4] 




YVV 

Me Me 



C0 2 H 



ttJfE# 2003-3083680 
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^- v : 304/ 



Hl^l27-128 < C; iH-NMR (CDCI3) d 1.49 (6H, s), 2.38 (3H, s), 4.83 (2H, s 
), 6.75 (1H, s), 6.95-6.99 (1H, m), 7.10-7.13 (2H, m), 7.21-7.27 (1H, m) 
, 7.58 (2H, d), 7.68 (2H, d). 
[0 5 7 0] 

mm 6 (119) 

2-*7-)V- 2 - ( |3- [ (2-^f;V-5-7x-;V-3-7V^) 
[It 4 4 5] 




16*113-114^; iH-NMR (CDCI3) 8 1.55 (6H, s), 2.37 (3H, s), 3.87 (2H, s 

), 4.84 (2H, s), 6.64 (1H, s), 6.81-6.85 (1H, m), 6.91-6.97 (2H, m), 7.1 

7-7.24 (2H, m), 7.33-7.36 (2H, m), 7.59-7.62 (2H, m). 
[0 5 7 1 ] 

mmm e (120) 

2 2 - [ (3- I [2 5 - (4 -^^;i/-7^-;u) -3- 
[ft 4 4 6] 



HL&121-122T;; iH-NMR (CDCI3) S 1.55 (6H, s), 2.34 (3H, s), 2.36 (3H, s 
), 3.87 (2H, s), 4.83 (2H, s), 6.58 (1H, s), 6.81-6.85 (1H, m), 6.90-6.9 
6 (2H, m), 7.13-7.24 (3H, m), 7.50 (2H, d). 
[0 5 7 2] 

mmm e (121) 




Me Me 



X0 2 H 



ttitiE#2 003-3083680 



mm 2003-185241 



: 305/ 



[3- (3- 1 2 5 - [4- (fV7;i/tD^f;v) 7x-;i/] -3 

[4b4 4 7] 



OMe ll^stfJ 



*SM»; !H-NMR (CDC1 3 ) a 1.23 (3H, t), 2.00-2.06 (1H, m), 2.32-2.38 (1H 
, m), 2.64-2.73 (2H, m), 3.23 (3H, s), 3.60 (2H, s), 3.88-3.93 (1H, m), 
4.06-4.13 (1H, m), 4.43 (1H, t), 6.69 (1H, s), 6.77-6.87 (3H, m), 7.19-7 
.25 (1H, m), 7.60 (2H, d), 7.70 (2H, d). 

[0 5 7 3] 
miMffl 6 (12 2) 

2-^^-2- I [4- (3- {2-^f-;V-5- [4- (HJ7Wn^f 
)V) 7^-)V] :/n#*y) 7i-JV] *f-*\ 7nt»g 

Mb 4 4 8] 

/=\ P\^ Me Nte 



131*127-128 *C; iH-NMR (CDCI3) S 1.48 (6H, s), 1.98-2.05 (2H, m), 2.26 
(3H, s), 2.57 (2H, t), 3.95 (2H, t), 6.58 (1H, s), 6.85 (2H, d), 7.43 (2 
H, d), 7.57 (2H, d), 7.67 (2H, d). 
[0 5 7 4] 

nmm 6 (123) 

3- [4- ( |2-^^;v-5- [4- (fV7WD^f;i/) -7^~;i/| -3 
-7'JM ^f^rv) 7x^;v] ■7°n/<?>'^ 



tfJSEflf 2003-3083680 



#H 2003-185241 



<*-i? : 306/ 



[ft 4 4 9] 




SSl£l82-183 °C; 1H-NMR (CDC1 3 ) 8 2.40 (3H, s), 2.66 (2H, t), 2.92 (2H, 
t), 4.85 (2H, s), 6.78 (1H, s), 6.91 (2H, d), 7.15 (2H, d), 7.60 (2H, d) 
, 7.71 (2H, d). 

[0 5 7 5] 
nnW 6 (12 4) 

N-^^;v-N- [3- ( 1 2 -ff-)V- 5 - [4- (f 1 J7^tn^f;i/) - 
[ft 4 5 0] 




7Wt^; iH-NMR (DMS0-d6) * 2.34 (3H, s), 2.42 (3H, s), 3.19 (2H, 
s), 3.75 (2H, s), 4.94 (2H, s), 6.93-6.97 (2H, m), 7.04 (1H, s), 7.20 (1 
H, s), 7.28 (1H, t), 7.74 (2H, d), 7.86 (2H, d). 
[0 5 7 6] 

mmm 6 (125) 

3' - ( 1 2 5 - [4- (b^^n^fjP) 7x-;v] -3-7 

^ b^rv) -1, 1' -tf7x-;v-3-*;vr/f 
Mb 4 5 1] 




R&178-1791C; *H-NMR (CDC1 3 ) 8 2.44 (3H, s), 4.96 (2H, s), 6.82 (1H, s 
), 6.99-7.03 (1H, m), 7.24-7.27 (2H, m), 7.41 (1H, t), 7.52-7.61 (3H, m) 



fcbfE# 2003-3083680 



#0 2003-185241 



^-v: 307/ 



, 7.72 (2H, d), 7.82-7.85 (1H, m), 8.08-8.12 (1H, m), 8.34-8.36 (1H, m). 
[0 5 7 7] 

mmm 6 (126) 

[3' - ( 1 2 5 - [4- (>V7;vtn^^) 7x-;V] -3- 

7'JJV) ^h^rv) -1, 1* -lf7x-;V-3-'f;V] 
[it A 5 2] 



14^128-129 1C; iH-NMR (CDCI3) 8 2.41 (3H, s), 3.70 (2H, s), 4.92 (2H, 
s), 6.81 (1H, s), 6.93-6.99 (1H, m), 7.18-7.43 (5H, m), 7.48-7.52 (2H, m 
), 7.59 (2H, d), 7.71 (2H, d) . 
[0 5 7 8] 

3- [3- ( {2-^;V-5- [4- ( h V ~7)V3ru*^-)l<) 7^~)l<] -3-7n^ 
[it A 5 3] 



7mfti-hyy& (81mg) (?)7h7tKn7 7Vlit (5ml) KP^ 
^-)\s*X*;WWLX-?-^ (0. 2 6ml) ^7X^-Tt:iSTL, 3 0m%W\^tz o 
z.<7)%.jBMkn- (3-^;v?^7x^^) -2-^f;i/-5- [4- (vvy)u^u 
*?-)V) _3-^;i/T^ Y (0. 5 0 g) <Dff7iiKn7 7>ilI ( 

5ml) £vTFU 0t:-e 2^m^t7-c 0 m^MM^M^ WtWt^^T^ 

y^Yuyy ymWL ( 5 m 1 - 5 m 1 ) tz^ffi 1 0 %/>'7'/7A 





£BIE# 2003-3083680 



mm 2003-185241 



^-v: 308/ 



1) tiSL, (0. 3 8g) ^ B B B tU#f;o 

Sfe*134-135t:; 1H-NMR (CDC1 3 ) 8 1.24 (3H, t), 2.63 (2H, t), 2.72 (3H, s 
), 2.96 (2H, t), 4.13 (2H, q), 6.89 (1H, s), 6.99 (1H, d), 7.23-7.31 (1H 
, m), 7.41-7.50 (3H, m), 7.64 (2H, d), 7.75 (2H, d). 
[0 5 7 9] 

3_ (3_ ( (2-^^;v-5- (4- (h'J7;vtn^tf;i/) 7x^;v) -3-7n-f 
Mb 4 5 4] 



3_ [3_ ( \2-*?-A,-5- [4- (f'j7;vtn^f;v) 7x-^] -3-7n 
r^y) 7x-;v] 7nft>|xf]V (0. 3 3 g) ©r-b^fcKn? 
J -;W#^ ( 3 m 1 - 3 m 1 ) 1 ^^SMt^ h V * AtK?#^ ( 1 . 
5ml) **TLTM"Cll$W«#L;fco li^ft'ftttl, if**^ 

) T«!*U gfitJtJ (2 4 5mg) ^iltLTi/Co 

»j&200-201"C; !H-NMR (CDCI3) 8 2.62 (2H, t), 2.73 (3H, s), 2.95 (2H, t 
), 6.97 (1H, d), 7.24 (1H, t), 7.34 (1H, s), 7.54-7.59 (2H, m), 7.64 (2H 
, d), 7.77 (2H, d), 9.01 (1H, s). 
[0 5 8 01 



2- | [3- ( 12 5 - [4- (h'J7^n^f^) 7x^^] - 




mm 9 



#}§E# 2003-3083680 



#M 2003-185241 



^-v: 309/ 



[ft 4 5 5] 



CF3 -0-PC 

CH 



T 



COOH 



Et 



ftiis- [3- ( {2-^^;v-5- [4- (b'J7MO^f;V) 7x 
— ;v] — 3-7'U^| ^h^rv) (0. 5 0 g) <n*9S—)V (10 

m i ) mm~, i &5£*&ft^ h v vA&mfc ( i . 2mi) ^ms-cinx.. 

&N, N-^W;VA7U* (10ml) KigjfcU 2 -yn^ea&gfca^/l/ 
(0. 2 8 g) fc^fiKTJnx.. 6 0tf-WL/: o BUfcfo*&&.W. WfWB. 

%bti?zffiW$!J** (5ml) t-r b 7t KD7 9> (5ml) 

*U ljB3^I*ft?-H; (3ml) £ftP;i, MSt?— Kfe«^L?to 

^HftLT, 3 KM (0. 2 4g) ^ B 0 H i:U!#/;o 

M^C78-80r;; !H-NMR (CDC1 3 ) (5 0.96 (3H, t), 1.59-1.95 (2H, m), 2.42 (3H 
, s), 3.10 (1H, t), 3.79 (1H, d), 3.88 (1H, d), 4.88 (2H, s), 6.80 (1H, 
s), 6.85-6.98 (3H, m), 7.25 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 
[0 5 8 1] 

mm 9 (1) -mm 9 (4) 

f«S- [3- ( |2-^;V-5- [4- (MJ7JVtn^f;k) 7i 

[0 5 8 2] 

HW0 9 (1) 



£BIiE# 2003-3083680 
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^-v: 310/ 



2- \ [3- ( {2-^;u-5- [4- (h V 7;v^n^^-;v) 7x^ji/] - 
p<h^rv) ^Vv^l/] 7°ntr^->^ 

Ut4 5 6] 



111 ^-SSr ; 1H-NMR (CDCI3) a 1.40 (3H, d), 2.41 (3H, s), 3.31 (1H, q), 
3.80 (1H, d), 3.90 (1H, d), 4.87 (2H, s), 6.79 (1H, s), 6.85-6.89 (1H, 
m), 6.95-6.99 (2H, m), 7.24 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 
[0 5 8 3] 

mmm9 (2) 

z?7)V*u I [3- ( |2 5 - [4- (h'J7^n^f;v) y*.- 
;v] -3 -?VM j* h^v) WfWL 
Mfc4 5 7] 



W7 7^»*; iH-NMR (CDCl3-DMS0-d 6 ) <5 2.36 (3H, s), 4.02 (2H, s), 
4.80 (2H, s), 6.74 (1H, s), 6.80 (1H, dd), 6.90 (1H, d), 6.95 (1H, s), 7 
.16 (1H, t), 7.56 (2H, d), 7.66 (2H, d). 
[0 5 8 4] 

l- I [3- ( 1 2 5 - [4- (h'j7;^n^fjv) 7i^v] - 

S-? 1 ;^ ^h^v) ^>v;v] S/^n^va/M?:^ 
Mb 4 5 8] 



i^l21-122t; 1H-NMR (CDC1 3 ) <S 1.87-1.99 (1H, m), 2.11-2.25 (3H, m), 2 






ffllE# 2003-3083680 



#M 2003-185241 



311/ 



.41 (3H, s), 2.63-2.73 (2H, m), 3.78 (2H, s), 4.86 (2H, s), 6.78 (1H, s) 
, 6.83-6.86 (1H, m), 6.92-6.96 (2H, m), 7.22 (1H, t), 7.58 (2H, d), 7.69 
(2H, d). 

[0 5 8 51 

mmm9 (4) 

2- I [3- ( 12-^^-5- [4- ( h V y)^^u^^-)V) 7x^;v] - 
[4t4 5 9] 



M*61-62°C; !H-NMR (CDCI3) S 0.83 (3H, t), 1.26-1.45 (2H, m), 1.55-1.6 
6 (1H, m), 1.76-1.88 (1H, m), 2.41 (3H, s), 3.18 (1H, t), 3.80 (1H, d), 
3.87 (1H, d), 4.88 (2H, s), 6.79 (1H, s), 6.87 (1H, dd), 6.97 (1H, d), 6 
.99 (1H, s), 7.25 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 
[0 5 8 6] 

mmm 1 o 

12- [ (2- 12-^-^^-5- [4- (h'J7;v*n^f;v) 7*.—JU] - 

5 -4M w?wl 

lit A 6 0] 



1- |2 -**f-fr— 5 - [4- (h V 7;v^-n^^-;i/) 7^ — ;U] -3-7'J 
;H / > ( 0 . 4 8 g) . 4 7 %jybfcmM ( 1 7^) . Bfe& (2ml) (O^J 
^)V^.-f-)V (2 0ml) mm^, (9 1// 1) G9v^«?-;Vj.--r;i, (5 

m 1) mfcZOVX-Mz., Z<Dt£ 1 5ftmffiWVfZo fcfcWL*ffiM^)l'-?%> 




Me 



O 




ffiliE# 2003-3083680 
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o (2-^;^y>-4-^f;v-i, 3-f7V-;v-5-^ ;v) fEM^^v 

(0. 4 3g) Of >7tKn77> (2ml) itlci, 8 -i?T*f \£z/?u 
[5. 4. 0] -7 -V>T*> (0. 3 2ml) SrM-CiJDit, 1 OftmffiW 
Ltzo nhHtzm.'k®*, ±-e#fclfr©7 b7t KD77> (20ml) JgjR 

ijyyviJ 5 A^n^r h^7-r -{:fL (^4f-9-> : Ifeatx 
f;v=3 : i*<bi : l) ^ s#*#f: 0 

#<b:ft*:@#£^ (5ml) i: x h 9 Kn 7 9 > (5ml) K^#> 

U lmje^m-fb^hy^ATK^tt (2m 1) £Jn£, S»"C— lft«^Lfeo R 

^«^jffi«Sr">V *^*7A^nvh^7^-(;tffllL (^*^r> : Sfc 

SfeJi^;V=l : , A^f>j;f)^tT, (5 4m 

g) *»5fcfc LT#fco 

il>*140-143 < C; iH-NMR (CDCl3-DMS0-d6) 5 2.31 (3H, s), 2.70 (3H, s), 3.6 
6 (2H, s), 4.46 (2H, s), 7.10 (1H, s), 7.64 (2H, d), 7.75 (2H, d). 
[0 5 8 7] 

mmm 1 1 

[2- (2- 1 2 5 - [4- (h'j7;vtn^f;i/) -3 

-7'j;v| ^;v) -l, 3-f7v-^-5-^;v] ff=^c?-;V 
Mb 4 6 1] 



4- [ (3- |2-^;v-5- [4- (M 7;v*tM?-;l/) 7x-iV] -3 

-7'j;H yn/NV-f;^) r^y] (o. 4 6 g) 

Off7t KD7 5>»« (1 0m 1 ) Kn-y^fs^ (0. 6 6 g) £2JD;i. 




ffiSE#2 003-3083680 



2003-185241 



313/ 



1) . UWm (0. 4 1 g) LT#*r 0 

iH-NMR (CDCI3) d 1.26 (3H, t), 2.24 (3H, s), 2.85 (2H, t), 3.20 (2H, t 
), 3.79 (2H, s), 4.18 (2H, q), 6.58 (1H, s), 7.48 (1H, s), 7.57 (2H, d), 
7.67 (2H, d). 

[0 5 8 8] 

mmmi 1(1) -mmmi 1 (3) 

[0 5 8 9] 

ntmi id) 

4-*^;v-2- (2- |2-^;v-5- [4- (F'j7Wn^f;v) -7^ 

-3-7VM -1, 3-f7V-;v-5-^f;v] g^ji?-;i/ 

litA 6 2] 



•M^tJ ; iH-NMR (CDCI3) 8 1.26 (3H, t), 2.24 (3H, s), 2.34 (3H, s), 2.8 
2 (2H, t), 3.15 (2H, t), 3.69 (2H, s), 4.17 (2H, q), 6.59 (1H, s), 7.58 
(2H, d), 7.66 (2H, d). 
[0 5 9 0] 

mmmi 1 (2) 

[4 -4 V7°u\S)]s- 2 - (2- |2-^^;i-- 5- [4- ( h V 7 )V*u 
JH>) ~7^-)l>] -3-yVM -1, 3 -f7/-^- 5--r;^] S^t 

[ft 4 6 3] 




COjEt 




2003-3083680 
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^-vl 314/ 



^^;lH-NMR (CDCI3) $ 1.21-1.28 (9H, m), 2.21 (2H, s), 2.83 (2H, t) 
, 2.98-3.05 (1H, m), 3.20 (2H, d), 3.70 (2H, s), 4.16 (2H, q), 6.58 (1H, 
s), 7.57 (2H, d), 7.66 (2H, d). 
[0 5 9 1] 

mm 1 1 (3) 

[4->f-;v-2- (3- \2-*?-)V-5- [4- (b'J7^tn^f^) 7 

7°u\£)V) -1, 3 -fT^-JV- 5 --f^] S£gfc^f- 

;i/ 

4 6 4] 



; iH-NMR (CDCI3) £ 1.27 (3H, t), 1.98-2.09 (2H, in), 2.28 (3H, s) 
, 2.33 (3H, s), 2.46 (2H, t), 2.94 (2H, t), 3.69 (2H, s), 4.18 (2H, q), 
6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

[0 5 9 2] 

mmm 1 2 

[2- (2- |2-^^-;V-5- [4- (h';7;Vtn^f^) 7x-jV] -3 

-7V;v) -1, 3 -tf^MJ-V-zi'- 5--f ;v] 

[ft 4 6 5] 

/=\ .-Me 



4- [ (3- |2-p<^;l/-5- [4- (f'J7^n>f^) 7x-^] -3 
-7'J ;H -7°n/NV^;W 757] -3-t^777>iW (0. 4 0g) 
ON, N-y^fWA75K^ (5ml) fctf^rS'ttftV > (0. 13m 

i) &#n;L> 7 o°c-eiBfp H im#L^o m\mm**mz., wm^^ 





mSE# 2003-3083680 



#M 2003-185241 



^-v: 315/ 



fr=5 I lfr%2 ! 1) TltiiU MM® (0. 3 0g) «:i^at#^ 
iH-NMR (CDCI3) S 1.26 (3H, t), 2.27 (3H, m), 2.83 (2H, t), 2.97 (2H, t 
), 3.67 (2H, s), 4.16 (2H, q), 6.54 (1H, s), 6.85 (1H, s), 7.56 (2H, d), 
7.65 (2H, d). 

[0 5 9 3] 

mmmi 2(1) -mmmi 2 (2) 

[0 5 9 4] 

mmm 12(1) 

[4_^^;V_2- (2- \2-*?-)V- 5 - [4- (b'J7Wn^f;i/) "7 
Mb 4 6 6] 



I iH-NMR (CDCI3) S 1.25 (3H, t), 2.10 (3H, s), 2.27 (3H, s), 2.7 
9-2.84 (2H, m), 2.89-2.95 (2H, m), 3.60 (2H, s), 4. 16 (2H, q), 6.54 (1H, 
s), 7.56 (2H, d), 7.66 (2H, d). 
[0 5 9 5] 
mMM 12 ( 2 ) 

[4-^fV^nt>-2- (2- {2-^ ^-5- [4- (h'J7;VtD^f 
;v) 7jt-=./i/] -3-7 i ;^( -1, 3 -*3r-9-V*-;i'- 5 ->f )V\ W 

lit 4 6 7] 




CC^Et 




tfilE# 2003-3083680 



#M 2003-185241 



i—i? : 316/ 



toft!®} ; iH-NMR (CDCI3) a 1.20-1.27 OH, m), 2.25 (3H, s), 2.74-2.84 (3 

H, m), 2.88-2.98 (2H, m), 3.61 (2H, s), 4.15 (2H, q), 6.51 (1H, s), 7.56 
(2H, d) , 7. 65 (2H, d) . 
[0 5 9 6] 

mmmi 3(1) -mmmi 3 (7) 

%mm 1 1 ^ $kmm 1 2 x-m-h^tz^^T^^, miMMSKmi>ttm~£ n 

[0 5 9 7] 

mmm 13(1) 

[2- (2- 1 2 5 - [4- y 7;v^-n^^;v) 7i-)H -3 

^)v) -l, 3-f7v-;v-5-'f;v] W 

Mb4 6 8] 



It£l43-145T; ; iH-NMR (CDC1 3 ) 8 2.22 (3H, s), 2.83 (2H, t), 3.21 (2H, t 
), 3.83 (2H, s), 6.55 <1H, s), 7.52 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 

[0 5 9 8] 
%nMl 3 (2) 

[4-^7-;V-2- (2- |2-^f-;V-5- [4- (bV7^*n>f^) 7 
x ;=./!/] _3_ 71 ;;v( -1, 3-f 77-^-5-^^] K 

[jU6 9] 



BuSies-iegx; ; ih-nmr (CDCI3) s 2.22 (3H, s ), 2.34 (3H, s), 2.79 (2H, t 

), 3.16 (2H, t), 3.72 (2H, s), 6.55 (1H, s), 7.54 (2H, d), 7.64 (2H, d). 
[0 5 9 9] 

mmmi 3 (3) 





{±ifiE# 2003-3083680 



mm. 2003-185241 



^-v: 317/ 



vy°u\£)V-2- (2- l2-^^;V-5- [4- (h^^tn^f 

;v) 7x-fl/] - 3->";;v| -l, 3-f7V-;v-5-^^] Sfcm 

Kfc4 7 0] 



M*176-177t:; iH-NMR (CDCI3) S 1.24 (3H, s), 1.26 (3H, s), 2.20 (3H, s 

), 2.81 (2H, t), 2.99 (1H, quintet), 3.16 (2H, t), 3.75 (2H, s), 6.53 (1 
H, s), 7.56 (2H, d), 7.63 (2H, d). 
[0 6 0 0] 

mmmi 3 (4) 

[4-^f-;i/-2- (3- |2-^;i—-5- [4- (h V y )V*u *?-)V) y 
i -3-7'J M y°u - 1., 3 - ■f- 7V- )U-5-4)^ ffM 
Ut4 7 1] 



M^162-163"C; iH-NMR (CDCI3) £ 1.96-2.07 (2H, m), 2.27 (3H, s), 2.33 ( 
3H, s), 2.45 (2H, t), 2.97 (2H, t), 3.72 (2H, s), 6.58 (1H, s), 7.56 (2H 
, d), 7.66 (2H, d). 
[0 6 0 1] 

mmmi 3 (5) 

[2- (2- \2-*^-)V- 5 - [4- (h'J7;vtn^f;V) "7.x~;i/| -3 
-1, 3 -**-9-V-;v- 5 -4 ;v] I^m 

tft4 7 2] 



i!!lu£l43-144r; iH-NMR (CDCI3) S 2.24 (3H, s), 2.81 (2H, t), 2.99 (2H, t 
), 3.71 (2H, d), 6.52 (1H, s), 6.90 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 




■CQH 





ffi|jE# 2003-3083680 



#H 2003-185241 



^-v I 318/ 



[0 6 0 2] 

mmmi 3 (6) 

[4-^^;V-2- (2- |2-^^;^-5- [4- (hV7;V*n^f^) 7 

-3-7y>i/| j^/u) -l, 3-^^-9-V-;w-5--f ;v] 

[4fc4 7 3] 



iill20-121t:; 1H-NMR (CDC1 3 ) 5 2.09 (3H, s), 2.24 (3H, s), 2.79 (2H, t 
), 2.93 (2H, t), 3.63 (2H, s), 6.51 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 
[0 6 0 3] 

mmmi s (7) 

[4-4 V^u\£)V- 2 - (2- l2-^;V-5- [4- (fV7^D^f 
;v) -3-7U;H -1, 3 fr- 5 ->f ;v] ft 

[4b 4 7 4] 



115126-128^; 1H-NMR (CDC1 3 ) S 1.18 (3H, s), 1.21 (3H, s), 2.26 (3H, s 
), 2.75-2.82 (3H, m), 2.95 (2H, t), 3.65 (2H, s), 6.47 (1H, s), 7.52 (2H 
, d), 7.61 (2H, d). 
[0 6 0 4] 

mmm 1 4 

2- I [4- (3-^>^rv-2, 2-V^^-)V-Z-^^Vfu\£)V) 7x7 
3fv] -5- [4- (F'j7HD^f^) 7x^;V] -3~7nf 2 





miiE# 2003-3083680 



mm 2003-185241 



^-v : 319/ 



[ft 4 7 5] 




.CO 2 Me 



2 — **f-fr— 5 - [4- (h'j7;vtn^f;v) 7x-;v] - 3-7n^2 - ( 
F'J^WJ^) x?-;v (2. 5 g) Olf*^?-;^^ (5 0ml) l~ 2 , 2 
' -7V^ (^;7fnf-f'j;l/) (0. 1 1 g) . N-7*n^^yV^ 

^ k (i. 2 0g) zmz., 5n#ra. mmmmLtzo mmzmm^u 

m^ntzo tt^r N, N-^WM7 5K (5 0ml) 

J&y^A (1. 4 0g) , 3- (4-tKn^y7x^l/) -2, 2-v^;V 

^n/V/|>fA' (1. 5 5g) ^Jnx.> ^iRt?2^RI. 5 0*0"? 1H#K«#L 

-9-> : iixf;u=2 0: 1H10: 1) tffilL, gftfe (2. 6 8 g) £ 

1H-NMR (CDCI3) 8 0.07 (9H, s), 1.07-1.11 (2H, m), 1.16 (6H, s), 2.79 ( 
2H, s), 3.64 (3H, s), 4.34-4.40 (2H, m), 5.39 (2H, s), 6.92 (2H, d), 7.0 
0-7.05 (3H, s), 7.63 (2H, d), 7.75 (2H, d). 
[0 6 0 5] 

$mm 14 ( 1 ) 

2- | [4- (2-x^y-l, l-y^f;K2-t^7xf^y) 7x7 
3^>] -5- [4- (F'J7iVtn^f;i/) 7x-;v] -3-7ni2 

- ( m; f;i/y 'J ;v) x^;v 
[ft 4 7 6] 




o 



Me 



ffiiE# 2003-3083680 



mm 2003-185241 



320/ 



2-ff-)V- 5 - [4- (YVyfrXu 7^~;V\ - 3 -70^2- ( 

h'^f^v'J^) if^t2- (4-kKn^y7xy^y) -2-^;V7° 

flMK^H-NMR (CDC1 3 ) $ 0.07 (9H, s), 1.05-1.14 (2H, m), 1.26 (3H, dt), 

1.54 (6H, s), 4.23 (2H, q), 4.33-4.42 (2H, m), 5.37 (2H, s), 6.81-6.95 
(4H, m), 7.05 (1H, s), 7.64 (2H, d), 7.76 (2H, d). 
[0 6 0 6] 

mm 1 5 

2- I [4- (3-^h^rV-2, 2-y^f;V-3-t^rV7'ne;i/) 7^7 
-5- [4- (fV7Kn^f;v) 7x^;i/] -3-7n| 

Mb 4 7 7] 



2- I [4- (3-xfdry-2, 2 -v^?-;V- 3 -t^rV 7"n If ;V) 7x7 

^v] -5- [4- (f'j7;vtn^fji/) 7x^;v] - 3 -7n^2 

- (2. 6 5 g) o^h^t: Kn7 7>il (5 0 

ml) Cf !>7-n-7'f;V7> ; e-7A^n7'f K (f >7tFn77>M 
(1M) , 5. 7ml) *Jn£. g»-C-Sffr«#Lfco gf^^-C^M^ * 

mmznMigk xmmu (1. 7 6 g ) 

m * 153-155 V; iH-NMR (CDCI3) d 1.17 (6H, s), 2.80 (2H, s), 3.65 (3H, s 

), 5.41 (1H, s), 6.94 (2H, d), 7.05 (2H, d), 7.11 (1H, s), 7.65 (2H, d), 
7.77 (2H, d). 

[0 6 0 7] 

mmm 15(1) 

2- I [4- (2-xf^y-l, l -zj^^-fr- 2 -j-JryjL h^v) 7x7 
^vj -5- [4- (f^WD^f^) 7x^;V] -3-7n| 




ffi!E# 2003-3083680 



#12 0 0 3-18 5 24 1 



^-y : 321/ 



Mb 4 7 8] 




o^,co 2 Et 

Me Me 



O 



4 (1) Tr&fz 2 - 1 [4- (2-xb^rv-l, l-y^f;V-2- 
t^rVxb^y) 7x;^ry] p< -5~ [4- ( b V 7)V*U * ^-)V) 7 

^^87-88^; 1H-NMR (CDC1 3 ) S 1.26 (3H, t), 1.54 (6H, s), 4.22 (2H, q) 
, 5.38 (2H, s), 6.85 (2H, d), 6.92 (2H, d), 7.09 (1H, s), 7.65 (2H, d), 
7.77 (2H, d). 

[0 6 0 8] 

%mm 1 6 

3- [4- ( |3- (tKn^ry^f^) -5- [4- O'H^n^f 
7x-;v] -2-7'j;W p*h3rv) "7i-;i/| -2, 2-y>f^^n;oj| 

Ut 4 7 9 1 



OH 




2- I [4- (3-^h^v-2, 2-^^f;V-3-t^V7°nt?;V') 7x7 
^rv] -5- [4- (h';7KD>f;i/) 7x-;V] -3-7UH ( 

1. 6 0g) Of f7tKn77>iI (4 0ml) ^ MTT% h'J^f^ 
75> (0. 58ml) „ ^nn^xf;v (0. 3 7ml) &HKffljTU M 
fit? 3 0 ftWfrLtio - 2 0 °C K<££PfL *3Hb* vmi- h'J7A (0. 33g 
) £2JDx.. ov>T\ (2 0ml) tiTU 2^H«^U 0 15H3fe 

h^97-f- :l^m^^;i^=5 : i^«b2 : l) till, bi» ( 



tfifiE# 2003-3083680 



mm 2003-185241 



^-v! 322/ 



1. 1 6 g) Ztotmb LT#fc 0 

iH-NMR (CDC1 3 ) 8 1.17 (6H, s), 2.80 (2H, s), 3.63 (3H, s), 4.60 (2H, s 
), 5.08 (2H, s), 6.82 (1H, s), 6.89 (2H, d), 7.04 (2H, d), 7.62 (2H, d), 
7.75 (2H, d). 

[0 6 0 9] 

nmm u (D 

2- [4- ( 13 - (tKn^f^) -5- [4- (hV7;vtn^f;i/) 
[ft 4 8 0] 

^C0 2 Et 



F ' C ^ //"\jL .OH 



=^ ^ ^h-, >- Me M© 



2- I [4- (2-J^b^v-l, l-y^f;V-2-t^yif^y) 7x7 
3rv] -5- [4- (hV7WD^f^) 7x-;V] -3-7Df^ 

^^%lH-NMR (CDCI3) $ 1.27 (3H, t), 1.54 (6H, s), 4.24 (2H, q), 4.59 
(2H, d), 5.05 (2H, s), 6.81 (1H, s), 6.86 (4H, d), 7.62 (2H, d), 7.75 (2 
H, d). 

[0 6 10] 

ntm 1 7 

3- [4- ( |3- (tFn^y^fjV) -5- [4- (h 'J 7^*n^^) 
7x^Jk] -2-'7 i ;;v[ ^h^fy) 7x-;V] -2, 2 - ^i^tm;/^ 

[ft 4 8 1] 



tBSEJft 2003-3083680 



mm 2003-185241 



323/ 



H!^91-92 t C; 1H-NMR (CDCI3) d 1.20 (6H, s), 2.82 (2H, s), 4.56 (2H, s), 

5.05 (2H, s), 6.76 (1H, s), 6.89 (2H, d), 7.10 (2H, d), 7.59 (2H, d), 7 
.70 (2H, d). 

[0 6 11] 

nmm 1 8 

2, 2-y>f;U-3- [4- ( |3- I [ (7x7^^*^^^^) 

v] -5- [4- (h v y)V*u *?-}V) 7x^jv] -2-7';;H ^ 

[ft 4 8 2] 



3- [4- ( |3 - (tKn^W^) -5- [4- (h'J7;vtn^f ;v) 
7x-;i/] -2-7'j;H *h^v) -2, 2-y7f;V7°n;r/i 

(0. 4 0 g) OT-b h V^MWL (5ml) KA- (^W^y 
) t''Jy*> (0. 2 1 1 g) SriPx.. MTODDft;ri7x-;i/ (0. 
13 2ml) £nfTU 0 53\ MM^Z OfrffltLtZo WpWt^^tz 

S*Lfc«> iIlyV*W5A^nv^77^- : 
= 30:i^5:i) "CttftU IK» (0. 4 0g) £veM^£LT#£o 
1H-NMR (CDCI3) 5 1 1.17 (6H, s), 2.80 (2H, s), 3.64 (3H, s), 5.13 (2H, s 
), 5.52 (2H, s), 6.89-6.92 (3H, m), 7.02-7.10 (3H, m), 7.19-7.33 (2H, m) 
, 7.37-7.47 (2H, m), 7.62 (2H, d), 7.76 (2H, d). 
[0 6 12] 

mmm i8(D 

2-^^~)V-2- [4- ( |3- i [ (7x/^y5t/;V,ff^f;V) t^rv] * 

<f-M -5- [4- (>'j7;vtD>f;>) 7x^^] -2-7 , ;;v} ^ h^rv 




mSE# 2003-3083680 



#M 2003-185241 



^- v : 324/ 



Ut4 8 3] 




2- [4- ( |3- (tKD^y^fJl/) -5- [4- (f'j7WD>f^) 

; iH-NMR (CDC1 3 ) a 1.26 (3H, t), 1.54 (6H, s), 4.23 (2H, q), 5.1 
1 (2H, s), 5.51 (2H, s), 6.87-6.91 (5H, m), 7.09 (2H, d), 7.31 (1H, d), 
7.38-7.45 (2H, m), 7.64 (2H, d), 7.77 (2H, d). 

[0 6 13] 

mm 1 9 

2, 2-v ? ^;u-3- [4- ( |3-^;v-5- [4- (YV7)Vjru*?- 
)V) 7x-;k] -2-7'J;i/| ^ h^y) 7x-jk] yn/N^^jc^-;!/ 
[^b4 8 4] 



2, 3- [4- ( |3- | [ (7x;Jpy*;H'ft^l') 3-* 

->] -5- [4- (h'J7Wn^f;v) -7^— ;v] -2--7 i ;;v( ^ 

)>3rv) 7x-iV] ^n/N'^^^^^ (o. 4 0 g) (5ml) 
K2, 2' -7V 4 tf7, Hvyfnf^h'j^) (0. 0 2 2 g) ^ jtafrffchV 
(0. 2 7ml) fciniU 2I^MiHIf»«aCbfeo *««r«BES*U 
'J 7 A ^ n v > 7 - (AH>:ifxf^=3 0 : l 

: 1) -e*»SU mwm (0. 1 7g) WftHt#/; 0 
1H-NMR (CDC1 3 ) a 1.17 (6H, s), 2.11 (3H, s), 2.80 (2H, s), 3.65 (3H, s 
), 4.98 (2H, s), 6.62 (1H, s), 6.90 (2H, d), 7.04 (2H, d), 7.59 (2H, d), 
7.53 (2H, d). 




tBKE# 2003-3083680 



mm 2003-185241 



^-v I 325/ 



[0 6 14] 

mmm h (d 

2-*7-)V-2- [4- ( |3-^^;v-5- [4- (fj7;vto^f;v) "7 
[ft 4 8 5] 



2 -p^l"- 2 - [4- ( |3- I [ (7xy^y*iV^ft^V) *3^>] * 

-5- [4- ( h y 7;i^^-n^^-;i/) -7^~;v] -2- , 7 i ;;v} ^h^v 

Mtfctf ; !H-NMR (CDC1 3 ) 8 1.27 (3H, t), 1.54 (6H, s), 2.09 (3H, s), 4.2 
3 (2H, q), 4.95 (2H, s), 6.62 (1H, s), 6.86 (4H, d), 7.60 (2H, d), 7.73 
(2H, d). 

[0 6 15] 

nmm 20 ( 1 ) , mmm 20(2) 

mMm 1 9 , mmm 19 ( 1 ) -e# h titz^x T-Mt^mmm 8 -v^Ltz^m- 

[0 6 16] 

0 2 0 (1) 

2, 2-S^^-;i/-3- [4- ( |3-^^-5- [4- (f'^^tn^f 
Mb 4 8 6 ] 



M*124-126'C; iH-NMR (CDCI3) a 1.20 (6H, s), 2.09 (3H, s), 2.84 (2H, s 
), 4.97 (2H, s), 6.60 (1H, s), 6.91 (2H, d), 7.10 (2H, d), 7.58 (2H, d), 





fcBSE# 2003-3083680 



mm. 2003-185241 



-^-v: 326/ 



7.71 (2H, d). 

[0 6 17] 

mmm 20(2) 

2-*7-)V-2- [4- ( |3-^;v-5- [4- (>'j7;vtn^f;i/) -7 

_2-7 , ;;W ^h^y) 7x^y] y'u^>m. 
Hb4 8 7] 



It£ll6-117lC; 1H-NMR (CDCI3) d 1.55 (6H, s), 2.10 (3H, s), 4.97 (2H, s 
), 6.61 (1H, s), 6.92 (4H, s), 7.59 (2H, d), 7.72 (2H, d). 
[0 6 18] 

mmm 2 1 - a 

2-*^fr-2- [4- ( (E) -2- l2-^;V-5- [4- (h'J7^t 
Hfc 4 8 8 ] 



mmm 21-b 

2-^^-;v-2- [4- ( (Z) -2- {2-^^-;i/- 5- [4- (h 1 ;^^^ 
Ut4 8 9] 



2-^^;v-5- [4- (f'J7;vtn^f;i/) 7xx;i/] - 3 -y^T^-r't: 
K (1. 0 g) ON, N-y^fWA7nm(2 0ml) [4- (2 






miE# 2 003-3083680 



!$m 2003-185241 



^-vl 327/ 



)V) •7 , n^K(2. 6 6 g) > m.M*V *A (0. 8 2 g) £flO 

7f^77^ (^^r-9-> : WfW.^)^= 3 o : i i o : l ) tiiL> a 

6^ (E#;0. 53g> Z#:;0. 5 4 g) a#fctt#/: 0 
2-^^-2- [4- ( (E) -2- 12-^;^- 5- [4- (b'J7;vt 
u*?-)V) — -3-7'JM .xt-—;^) 7x7 ^r->]' ^ny^^^jc-^;!/ 
iM^-lOOr; iH-NMR (CDCI3) a 1.26 (3H, t), 1.61 (6H, s), 2.45 (3H, 
s), 4.24 (2H, q), 6.73 (2H, ABq), 6.82 (2H, d), 6.92 (1H, s), 7.34 (2H, 
d), 7.60 (2H, d), 7.72 (2H, d). 

2 -**f-)V- 2 - [4- ( (Z) -2- 1 2-*?-)V- 5 - [4- (W7fr* 
u*^-)V) 7^-)U] -3-y } )M xf-;V) 7x7Jrv] 7°n;\'>fxfji/ 

: M,£84-85 < C ; iH-NMR (CDCI3) a 1.24 (3H, t), 1.61 (6H, s), 2.28 (3H, 
s), 4.22 (2H, q), 6.23 (1H, d), 6.42 (1H, s), 6.48 (1H, d), 6.78 (2H, d) 
, 7.20 (2H, d), 7.551 (2H, s), 7.558 (2H, s). 
[0 6 19] 

mnm2 2(1), mum 2 2 (2) 

^mm 2 1 - a , mmm 2 i-bxmh Ktz^-^ ^^^mmm 8 xm Lfzjj& 

[0 6 2 0] 

mmm 22(1) 

2-^^;U-2- [4- ( (E) -2- )2-^^;v-5- [4- (>'J7^t 
U*^-)V) 7x-^] XT"-;!') 7x/^y] ^OAVi 

UK 4 9 0 ] 



Il£l40-141T;; 1H-NMR (CDCI3) a 1.63 (6H, s), 2.45 (3H, s), 6.77 (2H, A 
Bq), 6.92 (1H, s), 6.93 (2H, d), 7.39 (2H, d), 7.60 (2H, d), 7.72 (2H, d 




{±1IE# 2003-3083680 



#112 003-185241 ^-v : 328/ 

). 

[0 6 2 1] 

mmm2 2 (2) 

2 -*^-)V- 2 - [4- ( (Z) -2- 12-^^-5- [4- (h'j7^t 
n^?-;i/) 7i-JV] -3-7V^I ■x-r—il') 7z7^y] 7°n;r/i 
Mb 4 9 1] 



^ wy r t./x 



FsC W^J-k^^ 1 ^ Me Me 
]»^117-118r; !H-NMR (CDCI3) $ 1.61 (6H. s), 2.28 (3H, s), 6.27 (1H, d 
), 6.41 (1H, s), 6.49 (1H, d), 7.87 (2H, d), 7.25 (2H, d), 7.55 (4H, s). 
[0 6 2 2] 

mmm 2 3 

2 2 - [4- (2- |2-^7-;i/-5- [4- (>'j7;i/tn^f;v 

) 7x^^] -3-7';^! Ji^-iV) 7x7^y] T'n/OBft^A' 
[ft 4 9 2] 

.Me 



-CM 




F 3 C- 

Me Me 
V 

0-^C0 2 Et 

2-^^;u-2- [4- ( (E) -2- |2-^^;v-5- [4- (h';-7;v3- 
u^^-)V) 7 3L—)v~\ -3-7'j;H ir-JV) 4r->] -7°n/N°^^i^;i/ 

(0. 3 4 g) (Dh;i/x>-x^/-;H^l (4ml -lml) K^nnh 
'J7 (h'j7xx;Vsls7 7ry) Dy^ (I) (0. 6 9mg) *1}]\z., 6 0 

7^*7 7^- (^^r-9-> :|^fxf;i/=2 0 I l^t>5 : 1) T?«!SU gift 
W (0. 1 8 g) ^l#tUHfio 

M ^99-100^ ; 1H-NMR (CDC1 3 ) 5 1.25 (3H, t), 1.58 (6H, s), 2.09 (3H, s 
), 2.62 (2H, t), 2.77 (2H, t), 4.23 (2H, q), 6.51 (1H, s), 6.77 (2H, d), 
7.00 (2H, d), 7.57 (2H, d), 7.66 (2H, d). 
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[0 6 2 3] 

mmm2 4 ■ 

2 2 - [4- (2- |2-^;V-5- [4- (f'J7^n^f^ 

[4b 4 9 3] 



2-^-f-;^-2- [4- (2- |2-^^;V-5- [4- ( h "7;i/^ n ^ 
M8^L7^&£IW^LT. gl»£#*:o 

M^-SS'C; 1H-NMR (CDCI3) (J 1.51 (6H, s), 2.09 (3H, s), 2.60 (2H, t), 
2.76 (2H, t), 6.50 (1H, s), 6.84 (2H, d), 7.02 (2H, d), 7.55 (2H, d), 7 
.62 (2H, d). 

[0 6 2 4] 

rnmm 2 5 

2-p<^;V-2- {4- [ ( \2-*^-)V-S- [4- (PJ7JVtn^f^) 
lit 4 9 4 ] 



|2-^;v-5- [4- (f'j7;vtn^f;v) 7i-jv] -3-717 JH * 
(0. 3 5 g) , v (4- (1- (ai b^v^;l/^-;i/) - 1 
if^rv) 7 ^~)V) i?7,)V7j K (1. 3g) ^ff7tFn77> (20m 

i ) Km& l> h v -r^** 7 > (imi) ^»nx.> mu-c—muwLtzo 

?M£^3rU »Mtty'J*m7A^n7h^77-f- (ft^Ji^;v 
Trffi§£U (0. 4 9g) x^y-;i/ (10 0ml) K»*U 




CF 
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1 N^mti- h 'J (10ml) &#nx-> ^t?-Bfe»L7t 0 

M£ll2-113 °C; iH-NMR (CDC1 3 ) (J 1.60 (6H, s), 2.07 (3H, s), 3.80 (2H, 

s), 6.64 (1H, s), 6.85 (2H, d), 7.28 (2H, d), 7.58 (2H, d), 7.67 (2H, d) 

[0 6 2 5] 

mmm2 e 

2-*3-)V-2- |4- [ (3- 1 2-*?-)V- 5 - [4- (h'j7;i/tD^f 

7i-^] -3--7';;V( 7°nt:;i/) 7^7 3fv| ^nift>i 

Mfc4 9 5] 



1 (1) "e#«btL^3- |2-^^;u-5- [4- (h^Wn^f 
;v) -3--7 1 ;;!/! 7"n/^>- 1 -j}-- ^ X ^1^12 5C^t^ 

; !H-NMR (CDCI3) 5 1.59 (6H, s), 1.82-1.90 (2H, m), 2.29 (3H, s), 

2.50 (2H, t), 2.87 (2H, t), 6.53 (1H, s), 6.86 (2H, d), 7.27 (2H, d), 7 
.57 (2H, d), 7.66 (2H, d). 

[0 6 2 6] 
H»U2 7 

2-^;u-2- ( 14- [ ( {2-^;v-5- [4- (fV7;vtn^f;i/ 
[it 4 9 6] 



|2-^^;v-5- [4- (h'J7WD^f;v) 7x-;i/] -3--7 1 ;;!/} ^ 





Me' 



Me 
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$;-)V (0. 7 g) fcffclfcJ.^/l' (7ml) KSfrfrU zk<£T\ (0. 
73ml) fcimx.. MMrC 1 . 5 B#W*#L;fco IftlWc*^ b U * AtK^*^ 

X'&m, LTto ^zl^rDMF (5ml) fc»*U 2- [ (4-75 

-2-^Wnet>R^f^ (0. 5 g) . ^ti^KSff- 

m^a (o. 5g) &;&nx.> 60^, 2mmMi,tzo pmfrm-ryv*^* 
(*ffi»ti:ftBi^^/^^-9->) -cmm. mms (o. 4 g ) £#£ Q 

/ -;V ( 5 0 m 1 ) Kigtf* U 1 N7Xm<b^- b y * Ayfc$gifc ( 5 m 1 ) £ ADA, 

*« H B H t#f:o ifif iV-^^ft>^f)»lt B B H l, EM® (0. 3 3g) 

»j&139-141 "C; 1H-NMR (CDCI3) d 1.58 (6H, s), 2.37 (3H, s), 3.82 (2H, 
s), 4.06 (2H, s), 6.60 (2H, d), 6.71 (1H, s), 7.16 (2H, d), 7.58 (2H, d) 
,7.68 (2H, d). 

[0 6 2 7] 

*&m<D4t-&® (1) &£v t *r<7>mm&&}K$mzftfe&&.i*. ppar^ 
^-o^^. $§m#i, ^Ji&jflL^ mm&imm!&&£& j t<oms&& (wax. m 
^Hf-^aff^fflt^o zotzib, mmm m> ^b, -^k t^v\ 

-Yjz. *=r, ^-9-^ r;K ^">*30 fc*5V»T\ P P ARffil^iJ&J: 

^ppARCKin^s (titx.it, i&jtftw*#^^j:woai&jg, mm 
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?p»j & *r k & mm * o 

[0 6 2 8] 

SEQUENCE LISTING 

<110> Takeda Chemical Industries, Ltd. 

<120> Furan or Thiophene Derivatives and Their Use 

<130> B03157 

<150> JP 2002-261873 

<151> 2002-09-06 

<160> 12 

<210> 1 

<211> 34 

<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 1 

aacggtacct cagccatgga gcagcctcag gagg 34 
<210> 2 
<211> 34 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 2 

taagtcgacc cgttagtaca tgtccttgta gate 34 
<210> 3 
<211> 33 
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<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 3 

ttagaattcg acatggacac caaacatttc ctg 33 
<210> 4 
<211> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 4 

cccctcgagc taagtcattt ggtgcggcgc etc 33 
<210> 5 
<211> 36 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 5 

tcgacagggg accaggacaa aggtcaegtt egggag 36 
<210> 6 
<211> 36 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 6 
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tcgactcccg aacgtgacct ttgtcctggt cccctg 36 
<210> 7 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 7 

cccagatctc cccagcgtct tgtcattg 28 
<210> 8 
<211> 28 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 8 

tcaccatggt caagctttta agcgggtc 28 
<210> 9 
<211> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 9 

gtgggtaccg aaatgaccat ggttgacaca gag 33 
<210> 10 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
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<220> 
<223> 
<400> 10 

ggggtcgacc aggactctct gctagtacaa gtc 33 
<210> 11 
<211> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 11 

aaaggatccc gcgatggtgg acacagaaag ccc 33 
<210> 12 
<211> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 12 

cccgtcgact cagtacatgt ccctgtagat etc 33 
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mm] 
[fti] 




(i) 



R 2 {i®m$tL-cv^ri £v*3ir»i*«:^U ^Afig^^tL-cv^r^i 

m^MT-t^{»M^-T-^^L, X2(i^#, S&RK^Sfcfi-S (0) n- 
nt±0. 1 f fei±2 Sr^-T) £^cU Yl±ffi&^ m^^> -S ( 
O) m-, -C (=0) -N (R3) -ttzit-N (R3) -C (=0) - (R 

«3£SiUfe*^U mli, 0, U3fe{i2i^t) fcj^U M 1 , M 2 ^J:?>*M3 
[SfRH] & L 
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